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y^-^rf-yy/^/uxKn/us, 4-^yt^tyy/^;v#'-/H, 5— fy* 
^t/y/^/w^/H, 2-f7/y/^/v#-/n, 4-t7/y/^/^' 
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y-^g, 3 -^^/w* y =ws, 4-^*/i'*y=^s, 3-*3-y-yy 
v?=/vs, a -Try* y 3— ry^r 

yys^/Ug, f F7tFn-l, 2, 4-^-*f-^T^-/W-3-^A^6, X 
H9fcKo-l, 2, 5-^^7/^-3- </vm, 1, 2, 3-hUT 

/y$?y-4 — f/ps, l, 2, f h7tK 

n-l, 2, 4-f7^7/-;V-3-f;vS, 1, 2, 5-^T^T/y^- 
3-^/l^S, f*tKn^/U/l'S 1 8-7f [3. 2. 1] 

-3-^/uS, 9-T1ftfiX^t3 [3. 3. 1] ;ty-3-^f^E*Wb 

tis ft-ah^mt uttt, 3-if^y^/uK, 4-tr^y^s, 1- 

^7i?=/H, 2-Tif^v^/U 
S, 3-7ff^i, 2-*/W*y-/HJ, 2-^*/W*y=.^£<fit^ 

MI2-^ (II) JC*3V>T, R 4 , R 6 , &Tm 6 T'^$tl,5gg|g£WLT 1 b«fc 

A'g, n-^y/vs, -fy^y/^s, ^vy/v*. ^y/^y/^g, tv<n>f 
^s, ^vy-r/ws, 2-f y =="^/-r^s, ^y==?- 
/-f/ws, 3 -try 4 -■ev?i?~A>* 2 
- tr y 5 s^/iofr/m^A*, 4 - tr y ^ i/=-jujj,uy$=./um, 5 - tr y ^ 

S, TV-f/^X, 3 1 -t"n yyl/*/Ual?=/l'S, 2- 

t°p y /v^/w^^/u^, 3 - t°n y /v*/v/jj5^/vs, 1 — f S ^y y /vtf/u^ 
z^s, 2-^5^y*y^*^#=/u*. 4— f ^yyy/u*/wjK=^s. 1 — tr 
yV y /vtj/v^^/vs, 3-t°yy y /w^/v^/wg, 4-t°?^ y/VTj/uz^. 
/us, y/u^/u^/us, 4-^f-yy/w^/v^^/us, 3— r 

y^-^f-yy/v*/ujK=/vs, 4— < y^-^f-y y /i^/i^-zi/g, 5--ry^- 



7 



WO 01/58900 



PCT/JP01/00816 



-iV=f-7V))VU;Vits=.}Vm, 5— f y^T^y/l^/l^-/^, 1, 2, 3- 

h y r /-/p- i — r /u^/v/j^^/ws, i , 2 , 3 - b y r /w- 4 — r iv* 

1, 2, 3 - M) 5 -'f ;^^#-/VS, 1, 2, 4- 

MJ7^-l-/f;^/i/**=;vS, l, 2, 4 - h ]) T/— /V- 3 -4 ;V% 
i, 2 , 4 - h y 5 r l-rf?/ 

5-7^7'/!)^;^=/^, 1, 2, 5-fr^7/- 
/l^- 3 -^/^/^-/WS, l-t7F-f;l'S, 2-t7F^/Vl, 2-^r/y 
3-^c-y y 4-=3f/y/^/v^/vS, l- 

^ y K y 2 -> f ^ K y A'* 3 — ( y K y /w* /vtff 

^ P^vvVTir^A'S, 7* y P-f/Vg, 7i=/VTir^S#^ 
R 4 , R 6 , RtfR 6 X°7F&tiZ>U®:&*%VXt iVVr/wa^fl/M? 
^i©7/l'3^'>*^l'Si Uttt, 011*. /< h*^;*7/M?:=^£, ac 
h * n-7"p /l/J^/PS, y 7°p a£*rl/%A''$^;V£i, 

vr-f h ^ri/7J/W^— /Wg, ^^/l/^-ZVl, sec-^ h ^i/jfr/Utf^/U 

^^T/^y^/U7is=./um<DT/^y^/u^=-/vmtLx\t s m%.t£ s /$yx 

*»W©tlWB-«S: (I) XV (II) -C^ftSfci^tei&^-c fcS^IBS 

*v\ S%7rtB&££ UTIt, ^x.^ 7?*]^, mifSJDIHS a? 

fc'/Wg, n-7*f/VS, -Yyy^S, sec-y^S, tert-7^vl"S, n-^y^TU 
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4 y^7-/y 5-^yf7/y;^/v#-/H, i, 2, 3- 

by7)/wi/-l — (;ujj/utf-/um, 1, 2, 3- h y 7^-/U-4--f/uyj 
/Utf^/Ug, 1, 2, 3 - MJ 5 --f 1, 2, 4- 

H/7/-;i/-l-^;^/^=;H, l, 2, 4 - h ]} 7 V— /V- 3 — f 

i, 2 , 4 - h y 7*/— /w- 5 -^/^/W4?=/WS, 1 h y y 

y/v^/U/j?— ^3£, 5-fh7/y/^;^=;H, l, 2, 5-^7^7)/- 
/U-3 — l-t7F^/l/i, 2-t7F^f/l/S, 2-^r/y 
;\sjj/1s7$=.;um, 3-*/ y/V#/^-/Vg, 4-=3f/ y/W7J/V#=./V^, 1- 

><y Ky/^/w^^/ws, 2--f^ Ky/^/w^/p^, 3— Ky/M7A^ 

mifbtl, R 4 , R 5 , &t>*R 6 T*^£ft;5tt&X«LTt>£^7/v:^>>#,v# 
~7VS<Z>7/i^^>#/i^~/Pg£ L-CW:, 09*.!*, ^ f^^/w^^, ^ 
h v-^aJwWS, n-/n /if dr^^/i^^^/vS, ^77"p v-tf/l^-,^, 
n-^h^v'TJ/l'/twVS, V 7* h *lsjJ /V7$=./V&, sec-? h ^isjJ frtf-SU 
M, tert-7' h^v^/M?— /H£, n-'<yf;Ut^^*;l'#^;l'S > n-^^rv'/l't 
^^/Ufc/l^^Wbft, r*, R 6 , Jt^R^^^tLSg^S^^TLTtj 
^^T/P^> / ^/V^^/U^(DT/^'y^/U^^/umt LTte, fHfcff* 
/V/Jn=./W^, n-7 , n/^y^/l/*=;l/S, n-T":? :/.x/^z^;~ 

^HP^O^IB-^ (I) (II) T^$tl5^-a-fe{ClfeVNT, fcStfgS 

fcfttf^ft 5 tor* E&S<£<@$u &tffi&&gf*#K:P£;££ 

<tv\ wm^te^st u-cd, A*.**, y^mm*, mmu*, mm*, 3-7 

t'/l^S, yyf;l/S, sec-y'fvl'S, tert-T^/l'g, vr+Of'A' 
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n-ynzK^^S, ^y^o^dr^X, n-y^>£, -fy^h 
3fi>£, sec~y h^ri/^S, tert-y h^rfg^T/Va^g, y^/^i/g, t° 

y^/M-^g, t7f^t^vif©7 y-/M-^s % 75;s, y^vur 

yptVi^T^/S, V^D^/VT^yS, ^n^W5;S, >>yn~. 

^w^/s, ^w^ys, ^xf/uj^yi, 7=y/i, fy^v 

;w*B7tf/U7 5 7S, tert-y h^#/l^=/vr 5 7S, ^y^/V^^TJ 

/^/wj^i, ^yxt Ky^rsys, hy y*=vvy?viyrs/g^<D 

B&S&^lyTfcJ^TS y£. 7n(^t-;H, n- 

y^y/i^, -ryy^y^g, /<hja*. -ry/^y^s, tv^-r^s, 7 

^B7tf;H, i?7/VtB7tf;vS, MJ7/l'tn7tf;H, ^ac7 
-fe^/uS, ^oo7tf;H, h y 7 o n 7 tf /H^©f tl^f Lt t> i 
V^TVA-^ y h^^fc/VS, ^ h^V^xJwl^, n-ypzK^v^/V- 

S^A'tf-^S, sec-y h^y#/U/tf~/u2, tert-y h^tf/UJ^A-g, n- 
^/US, n-y^TJ/W^^f/Ug, ^y^f/l/^^^.fA'S, sec-y^A^ 

/w^^/ws, y^/v^^/w^^/ws, ^^^^/w^-f/^, n -7n 
/■^^/us, yy^/u^7J/w^^-^/ws, sec-y^/i^^/w^^vu^, 
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Jru^^/vm^ 7x=;uS, ^yfvug, t°y vvug^T y -vug, * h^v' 

yatWT^yg, ^^n7f^75;l, ^n^yf;V75yl, ^y*^ 
^r^7^/S, i?*^/UT$/&, v?xf;i/7^S, 7=!iyS, t° y vVV 
7571, ^^7^S, ^y^/WT^/S, 7tf;l/7^1, h V 7 
;^n7tf;U7?yl, tert-y b^y#/M?~/VT ? /S, vW^v^ 
;^^7^S, ^XtK!)/V7^/S, hy7x^W^Sf© 

y^y^x, ^yy^y/^g, jy^uyjvm, f^o^/^s, y 

;PtP7-fef^S, i^y/^nT±f'/um > h V 7/^o7tf/H, ^ao7 

v^/l^^X, sec-y bdri/tf/Wl^A-g, tert-y h =»r n- 
^=f->\,%)V;^4 n-7a fcVu#/W^-f /US, ^fy7Pt>*;M 

tVu^^/WN^^;vS, -f yyp tV^^yw^-T/uS, n-y^-^^-^/W 
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)Vy^=.)V^, =sl$is^,V7 ^ =.JUM, n-^n^y ^/>7 =/^07/>* y 
^;l/7^-/I/I, ;*^y;vM^/l^, a^y^/Wl^/I^, n-^n/N°>^^^ 

lliMES:*bTtJ:v^Ty-^/u*=A'*, ^y^/wg, t7f/Mf/H, 
t°y yyvy^g, 7/u7y/ps, h y 7x=/Mf«o77/i'^i, - 

ff -Cgm/^ L T V > X t J: V \ 

^pjofriB-is^ (i) (id T?^$*b5{b^»tt, mm\zfczxm.. 
^momu-^ (i) Rv (id XTFZfr,z>fc&m<DM.. m-tv<tmm 

y^Bfe, -^w^s, 7y/^, ^xv®, ^a^aft, ='^sfe, 

iB^ife, yy=*K, vpy|, y/^Mk, y^^^m, ? 

tv^wt, zvxf-ym, x^ryism, ^yf*y», vy^n, ^^^^ 

/nfcyss, ^^y^/u-^y^, ^yfy^/^yt, ^ifi, 7*/i"gs, 
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7/W7^=/pI, y ?-yx/U7js^jis&, yx/uft^./is&, n-7°u/<.y 

^^W^/S, xbdr^$yl, n-^n/K^rW^yS, ^y^P^ ' 

»pj<7)frfB-IS:S: (D (n) ^fS^ur^ 

*mm<DMm-Mt&. (D rxi (id -e^^tt^^^o^ »*u<ttna 
^ttfcw&stissfit Ltd, ^ttM^wbtu 09*. m.wt, ^tT^mm, 

m, mm, jy&m, jyis^m, ^^m, r? 

V/um, 3-usfyM, ~?yjyW.> 7y^|, t^y®., i/3.*7m, =i^?m, 

m&wt, yy=^m, -^nym, %m, y^f^n. ±^yym, ^3^1, 7 
?yym, ^yx^ym, ^ryym, ttyfioym, -^yf^m, *$y* 
z^ym, ^?yx/ufty&, ^y-^y^/v^ym, 7*/v^, 
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*3gw©HuiB-^ (i) &t>* (id ^£*i5{b<aw, ^^sif^-rs 

^0J<Z)|tf|5-^ (I) (II) T^tiSfc^Xte^itf^ 

(1) 1 - [ 2 - ( 4 - fcT^ V vVV) ^^/V] - 4 - h y * ^/V- 1 H-^f 

[4, 5-cj ^r/yy 

(2) 2-7x=7W-l- [2- (4-f^y -4- h!)7/^o^ 

f/u-iH- rs^y [4, 5-c]^/y^ 

(3) 8-^dp-2- 7 1 - [ 2 - ( 4 - hV< U v^/U) ^fVU] -4- h 
U7/VtP^f/V-lH-^^y [4, 5-c]3VyV 

(4) 8-^f/l/-2-7x=/W-l- [2- (4-t^y^/W) ^fvl"] -4~h 

y7/^n^f/v-iH-^^/ [4, 5-c] ^yjiy 

(5) 8~P< h^V-2-7^-/u- 1- [2- (4-k°-<y ^/W] -4- 
f!)7/Vto^f^-lH — r5^[4, 5-c] ^/yy 

(6) 1 - [ 2 - ( 4 - t'^y i?;V) ^>V\ - 2, 4-i?hV 7 Vl/tfn p< fvv- 1 

H-^^y [4, 5-c] 3v 

(7) 2 - p^^^- 1 - [ 2 - (4 - fc°^ y x?yl/| - 4 - h y 

tB^f^-iH-'f?^ [4, 5-c] ^;yy 

(8) 2-i/^P^^ri//U- 1 - [2- ( 4 - t"^ y v 5 /^) a^/V] -4-MJ7;V 
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*»93©tWB-«s; (I) Xtf (II) T**S*l5fl5£**, 

*»w©«na-jtts: m xt* (id ^s^s^^xf**©^ 

(1) l - [2 - (4 - t°^y v^u) ^^/v] - 4 - h V y/vjru* f-tv- i h— < 

[4, 5-c] y ^ 

(2) 2-7^-/1^- 1 - [2- (4-t'^y ^/V) i^/W] -4- hJ)7/I/tD^ 
f/l/-lH—f [4, 5-c]dryy^ 

(3) 8-^nn-2-7x^-l - [2- ^^/W] -4- h 
!!7/VtP^f/l'-lH-^^/ [4, 5-cl*;})> 

(4) 8-^f/l/-2-7i^/V-l- [2- (4-tf^y - 4 - h 

y7/^n^f;v-iH-^5^ [4, 5-c] ^yyy 

(5) 8-;* h^i/-2-7x=;l/-l- [2- (4-tV*ysW ct^/U] -4- 
hy 7;\/*n*<3-;V-\n-J [4, 5-c] y V 

(6) 1- [2- (4-tf^y^/V) ^/W] -2, 4-^/M)7;^D>f;>-l 

h— [4, 5-c] 3v y y 

(7) 2-^^O^^/W- 1 - [2- (4 -fcV<y ^5vU] -4-hy^7V 
tB>f/^lH-^5^/[4, 5-c]^/y>- 

(8) 2 - ^ o ^.d^y/u- 1 - [ 2 - ( 4 - y sjao ^^-/u] -4 - h y 
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to^f;v-iH-f$^/ [4, 5-c] *yyy 

(9) 2 -tert-^^/l^- 1 - [ 2 - ( 4 - H°-< V i?/V) ^^/W] - 4 - M 7 Aof 

p^f/u-iH-^^/ [4, 5-c]^;!)y 

(10) 2- (4-^^7^-/U) -1- [2- (4-fcV<!> vW) ^5vW] -4 

-^7/^0^^-^-^^/ [4, 5-c]=¥yy^ 

(11) 2- (4-^ h^v^i^/U) -1- [2- S?/U) - 

4-MJ7;^n>f/i'-iH-'f^/ [4, 5-c] ^yyy 

(12) 2- (4-7;VtP7i=yP) -1- [2- ( 4 - tV* !/ SMO ozfvH - 
4-hy7;^a^f;v-lH-^?^/ [4, 5-c] 3V 

(13) 1 - [2 - (4 - tXi)i?;V) ^^/V] - 4 - hV 2 - (4 

- h!) 7;W^-cr^^;W7o:-^) -lH-> { [4, 5-c] 

(14) 2- (4-3-K7x-;l/) -1- [2- ( 4 - D oi^/V] -4 
-l>y7/^n^^-lH-^5^ [4, 5-c]dr/y^ 

(15) 1- [2- (4-f^y^lx) ^fvU] -2- (2-fny/U) -4-hy 
:7/M"cM^vW- 1H— T [4, 5-c]dryy> 

(16) 2- (2-lH-^^^JJ/V) -1- [2- (4-t°-<y^) ac?7H 
-4-h!)7;^n^f;l/-lH-^ f 5.?^/ [4, 5-c] V V 

(17) 1- [2- (4-t"-<y^) -2- (2-^T^y/W -4-h 
!)7;^o^f/P-lH-f^/ [4, 5-c] 

(18) 1- [2- (4-fc'^y v?/V) ^fyU] -2- (2-^-/U) -4-hy 
7^n^f/V-lH-^^y [4, 5-c] I?y 

(19) 2- (5-^^/U-2-^^/W) -1- [2- (4-t°^y> f /U) ac^/V] 

-4- by 7^tn^f^-i H-^?^y [4, 5-c] ^yyy 

(20) 2 - ( 3 - P< 2 -^J^/U) -1- [2 - ( 4 - fc 0 ^ y ai^/W] 

- 4 - h )/ 7^to ^ f ;v- 1 H-^f ^ [4, 5-c] *;v> 

(21) 2- (2-7JJ/1/) -1- [2- (4-t'^y^W ^/V] -4-hy 7 
/^D^^-lH-'f?^ [4, 5-c]=^yy^ 
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f-jV- -1 H-4 5 jhfi [4 , 5 - c ] *SV > 

(9) 2 -tert-^fvW- 1 - [2- ^>V\ -4-MJ7;Ut 
P^f/l'-lH-^^/[4, 5-c]^r/y^ 

(10) 2- {4-*?-/V7 ^~;V) -1- [2- ( 4 - fc°^ y i^l/) i^vl/J -4 
-Ml7/Vtn^f^-lH-f^/ [4, 5-cl*y})> 

(11) 2- (4-;* h^v^^/W) -1- [2- ^/v] - 
4-MJ7/^P^f^-lH-'f5^/ [4, 5-c] ^/!)y 

(12) 2- (4-7;^P7i=;l/) -1- [2- (4-t°^V i>M a^u] - 

4-m)7/^p^^-ih-^^/ [4, 5-c] ^yy^ 

(13) 1 - [2- (4-t°-<y vVv) ^/v] -4- h y yjVJrn f?)V- 2- (4 
-h^^o^Wx^l/) -lH-^^y [4, 5-c] ^r/y^ 

(14) 2- (4-3-K7x-;U) -1- [2- ( 4 - fcV< !7 ^/W] -4 
-MJ7/Vto^f/V-lH--f^)/ [4, 5-c] ^r/yy 

(15) 1- [2- (4-t°-<y ^/v) ^^/v] -2- (2-irn y/w) -4- h y 

7/Pto^f^- 1H-- T ^^y* [4, 5-c] 3V y^ 

(16) 2- (2-lH-^^^y*y/V) -1- [2- (4-t 0 ^y^/U) ^5vl/J 

-4-M)7;^c^f;i'-lH-Y5^ [4, 5-c] 

(17) 1- [2- (4-fc°-<y ^^-/u] -2- (2-f7^y/V) -4-h 
!)7/^P^f/l'-lH-^^/ [4, 5-c]=3ryy>- 

(18) 1- [2- (4-t°^y^/V) ^/V] -2- (2-^-/^) - 4 - f y 
7/^n>f;V-lH-'f?^[4 ) 5-c] ^/yy 

(19) 2 - ( 5 - P< fvW- 2 -^:r^/l>) -1- [2 - (4-f^y 5?*0 3^/k] 

- 4 - h y 7/wt d ^ f ^- 1 ^ [4, 5-c] ^yyy 

(20) 2- (3-^^-2-^^^) -1- [2- (4-lf^y^) ^^-/W] 

-4-hy7/vto^f;i'-iH-^^y' [4, 5-c] ^r/yy 

(21) 2- (2-^y/W -1- [2- (4-t°-<y vVW ^^/W] -4-hy^ 

z^p^f^-iH-^^/ [4, 5-c] ^yyy 
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(22) 7-^ao-2-7i=/^l- [2- -4- 
MJ ^/^P^fvW- 1H- -f [4, 5-c]=¥/y^ 

(23) 7-^nn-l- [ 2 - ( 4 - y /W) - 2- (2-t°py/W) 
-4-h!J7;^n^f;l/-lH-'l'^/ [4, 5-c] ^r/!)y 

(24) 7-^pp-1- [2- (4-fc'^y ^fvP] -2- 
M -4-M)7/l/tP^f^-lH-^5^ [4, 5-c] 

(25) 7-^pp-2- (2-lH-^5^/y/P) -1- [2- (4-t^yv 5 
oc^/v] -4-M)7/^o^f^-lH — f^^V [4, 5-c] df/y 

(26) 7-^pp-2- (2-7VM -1- [2- (4-t'^yi//0 ifvl'] 

-4-fy7/^P^f;w-iH-'f ^y/ [4, 5-c]^yyy 

(27) 7-^pp-1- [2- (4-tf-<y =^f-?\A - 2- (2-^=/U) 
-4-^)7/^0^^-^-^^/ [4, 5-c] ^/yy 

(28) 7-^nn-2-^^P^^/i—l- [2- ( 4 - 1 0 ^ y vvV) ^fvV] 
-4-MJ7/^P^f;V-lH-^$f/ [4, 5-c] ^yj)y 

(29) 7 pp- l - [2- ( 4 - 1"^ y i?As) 
-4-h!)7/^n^f/V-lH — T5^/ [4, 5-c] ^r/!Jy 

(30) 7 -7/W^-P - 2 -:7cn-A— 1 - [2- ( 4 - fc 0 ^ y vVl') ^^] -4 
-h!)7;VtP^f/>-lH-^^y [4, 5-c] 3V y >- 

(31) 7-:7/M-p- 1 - [2- U-bf^y^) ^/W] -2- (2-fpy 

zv) -4- hy 7/^0^^-^-^ r^*V [4, 5-c] y>- 

(32) 7-7/M-p- 1 - [2- (4-f^y jc^vi,] -2- (2-^T/ 

y/u) -4-M7;v^p^f^-iH — [4, 5-c] ^/yy 

(33) 7-7/P^-p- 2- (2-lH--r?y/!i^) -1- [2- (4-tf^y 
i?,W) ^^/U] -4- hy 7/^D^f^-lH->f?y/ [4, 5-c] *J 

(34) 7 - 7/M-p - 2- (2-7U/1') -1- [2- ( 4 - t"^ y ^cfvl/J 
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(22) T-9 o n - 2 -7x^- 1 - [2 - ( 4" — E?X y P/U) :cfvW] — *4 — 
M)7;^d^^-1H-^5^/ [4, 5-c]^yy> 

(23) 7-^on- 1 - [2- ( 4 - y ^/V\ - 2- (2-t"n!l^) 
-4 - hy7/^n^f;i/-lH-f^/ [4, 5-c] ^ypy 

(24) 1 - [2- ac^Vl'] - 2- (2-^T^y 
/W) -4-MJ7;Ptn^f;V-lH-f^/ [4, 5-c] 3V y ^ 

(25) 7-^ n d- 2- (2-lH-^^7y;W -1- [2- (4-t^yv 5 
/V) 3:^/1/] -4 - h y lH-^T 5:^)/ [4, 5~c] ^r/D 

(26) 7-^czn-2- (2-7J);>) -1- [2- ( 4 - t°-< y vvU) :tfvH 
-4-hy7/^P^f/!^-lH-^^/ [4, 5-c] ^/!)7 

(27) 7-^PH-l- [2- (4-t°^y v?/P) ai^vi/] -2- (2-^^/U) 

-4-hy7/^n^f^-iH-^^7 [4, 5-c] =¥/yy 

(28) 7-^pn-2-v-i7n^^^/v-l- [2- (4-f^yvvV) ^fvW] 
-4-hy7/^D^f;W-lH-^^7 [4, 5-c]. 3r/yy 

(29) 7-^ciP-2-->^n^^v'/l— 1- [2- (4-t°^yv ; /V) ^jV] 

- 4 - h y 7^p ^ f ;w i H-^f ^; ^7 [4, 5-c] 3f/yy 

(30) 7 2-^^^W-l- [2- ( 4 - y vVU) ^/V] -4 
-Fy7/^n^f;v-lH--f^7 [4, 5-c] ^/U^ 

(31) 7-^/U^-n- l - [2- ( 4 - tf^ y vvV) ^5vl7J -2- (2-tfpy 

/U ) -4-hv -7/^x2^^-/u~ [4, 5-c] ^/y^ 

(32) 7-7/^n-l- [2- (4-t°-<y -2- (2-^T/ 
y/V) -4-hy7;^o^f;i'-lH-^^7 [4, 5-c] ^7 V V 

(33) 7-7/^p- 2 - (2-lH-f^7y/l^) -1- [2- (4-t°-<y 

-4-by7;^D^f/u-lH-^^7 [4, 5-c] 

Vis 

(34) 7-7/V^-n- 2- (2-7y^) -1- [2 - ( 4 - V ^/u] 
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- 4 - h V y/lsifv * 1 C 4, "5- c ]" 3V ]) V 

(35) 7-7/M-P- 1- [2- $W ac^] -2- (2-^- 

zv) -4-H)7;^n^f^-iH-^?^/ [4, 5-c] ^;!)y 

(36) 2 - n ^X^TW- 7 - yjVjru - l-[2 - (4 - \£*< V v^W) 

-4-MJ7/^p^f/v-iH — [4, 5-c] ^yyy 

(37) 2-->^ d^^v-zw- 7 1- [2- (4-tf^y^/V) 

- 4 - b JJ 7/vta ^ f 1 H-^ ^ [4, 5-c] ^/yy 

(38) 7-^f;U-2-7i-;V-l- [2- (4-t°^y i^/V) ^/U] -4- 

hvyMn^^/u-iH— f [4, 5-c]3vyy 

(39) 7-^/1—1- [2- (4-fcV*!J$?/l/) -2- (2 -troy /I/) 

- 4 - m; 7;vtn ^ f /i/- 1 r ^ [4, 5-c] ir/yy 

(40) 7-^^-1- [2- (4-t^y^) ^^VV] -2- (2-^T^/y 
/W) -4-MJ7;^nyf;v-lH-^5^/ [4, 5-c] ^yy^ 

(41) 2- -7-^^/V- 1- [2- (4-t^y^ 
A-) ac^/W] -4- h y lH-^f 5 [4, 5-c] ^7 U 
1/ 

(42) 2- (2-7D/V) -7-^^/V-l- [2- (4-tf^y^/V) cx^yu] 

- 4 - f J/ 7/^o ^ f /U- 1 H--f 5 ^ 7* [4, 5-c] 

(43) 7 fVU- 1 - [ 2 - (4 - fcf^y vVlT) ^^] - 2 - ( 2 -^=/l^) 
-4-hy 7^nyf^-lH- f [4, 5-c] ^r/!)7 

(44) 2 -v-^n-O-fVV- 7-^^-1- [2- (4-t°^y> ? /V) ^fvV] 
-4-Mi7/l/tayf^-lH-^^7 [4, 5-c] ^r/!)7 

(45) 2 er^^/V- 7 -tf-ZV- 1 - [2- ( 4 - t"^ y vVlT) ^5vl7] 

- 4 - h J) 7/^a y f ^- 1 H-^f $ ^7 [4, 5-c] ^r/!)7 

(46) 6-7*^/1-- 2 -7 1 - [2- ( 4 - t?^ y Jifvl'] -4- 
hy 7/^oyf^-lH-^ T [4, 5-c] ^/U7 

(47) 6 1 - [ 2 - (4 - fc'^y a^vl/] - 2 - ( 2 - t°n y /i/) 



14 



WO 01/58900 



PCT/JP01/00816 



-4-fy 7 1H-- - f [4, 5-c]3Vy>- 

(35) 1 - [2- (4-fcV*JJSW :xfyl/] -2- (2-5^- 
/!/) -4-HJ7/l/tP^f/l'-lH-'f^y [4, 5-c] ^/yv 

(36) 2 - n^^/l/- 7 - 7 ?VJsru - 1 - [ 2 - ( 4 - t 0 ^ y $W ^fvv] 
-4-MJ7/Vto^f;V-lH- f [4, 5-c] ^/yy 

(37) 2 - a ^ 7 - 7>V$- o - 1 - [2 - (4 - fc'^ y vVW) 

-4- h y 7;vtP^f/K iH- < [4, 5-c] */yy 

(38) 7 -^f;K2-7i=^- 1 - [2- :xfvkl - 4- 

H7/^p^f/v-iH-/f^)/ [4, 5-c] ^yyy 

(39) 7-^^/V- 1 - [2- (4-tf^y i?/l>) a^f-frl -2- (2-fcTnJJ/l/) 

-4- h y 7;^P^f^- ih- r [4, 5-c] ^/yy 

(40) 7-^5VV-l - [2- ( 4 - y vVu) cn^/i/] -2- (2-^-T^y 

/i/) -4-1^^7;^^^-^-^^/ [4, 5-c] =^yyy 

(41) 2- (2- lH-^f 5^^y/W -7-^^/1— 1- [2- (4-t 0 -<y^ 
,V) ^}V\ - 4 - h y 7/^p ^ f 1 H--f 5 [4, 5-c] ^r/y 

(42) 2- (2-7y^) -7-^/1—1- [2- ( 4 - y vvk) cc^VV] 

-4-hy7/utp^f/v-iH- Y5;*v [4, 5-c] ^yyy 

(43) 7 - p< fvl'- 1 - [ 2 - ( 4 - fc°-< y *?A>) rcfVV] - 2 - ( 2 -^-a^/k) 
-4- hy 7/U^-u^f-^- 1H- f [4, 5-c] dr/yy 

(44) 2-W d^^^V- 7-*=f-)V- 1 - [2- (4-fc:^y^/W) ^*f-)V\ 

-4-hy 7/^P^f;v-iH-^^>' [4, 5-c] ^/yy 

(45) 2 - a ^3^,1— 7 _ ^ i - [ 2 - ( 4 - t"^ ]} ^;V\ 

- 4 - b y 7/i/^-p ^ f /i'- 1 h-i' $ ^/ [4, 5-c] ^f/yy 

(46) 6 -ff-fr— 2-7 3L—/U- 1 - [2- (4-t°^y^/U) ^?VW] -4- 

Ky7/^p^^-iH-^^y [4, 5-c] ^/yy 

(47) 6-^/^-1- [2- (4-t°-<y i?JU) 3z^/u] -2 - (2-t°py/U) 
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-4 - h y * 5vw- i n-4 5 [4, 5-"c] a^/yv 

(48) 6-^5^-1- [2- (4-^y^/W) a^U] -2- 

/V ) -4-M)7/Vtn^f;V-lH-/f^/ [4, 5-c] */V^ 

(49) 2- -6-^A—l- [2- (4-fcV<y^ 
;U) -4- h y 7^0^^- 1H-- - f [4, 5-c] ^r/y 

(50) 2- (2-7y^) [2- (4-lf^y^/W) ^A-] 
-4-h!i7/l/tn^f;l/-lH— T^^y [4, 5-c] dr/yy 

(51) [2- (4-f^y^/U) ^^-/U] -2- (2-^-yU) 

-4-hy7/^n^^-iH-f^y [4, 5-c] ^/yy 

(52) 2-v-^n^<^^-/v-6-^^;V-l - [2- (4-fcV<y-y» ^;V] 

-4-vv7A'*-v*'7'a>-ih-' f^yy [4, 5-c] ^/yy 

(53) 2-^P^^/U- 6-^^-1 - [2- (4-fcV<!J$W ^fvW] 
-4-MJ7/^o^f;v-lH — f^yy [4, 5-c] ^/yy 

(54) 7-7 h ^-2-7s=A'-l- [2- ( 4 - tV* JJ SVU) a^l/J -4 
-h!;7/^n^f;V-lH->f^/ [4, 5-c] ^f/P7 

(55) 2 1 - [2- (4-t^y^/U) ^)V\ -4, 7-i?F!l7 
^tD^f^-lH-^f^/ [4, 5-c] ^;!)7 

(56) 7-7DO-2-7x-/U-l - [2- (1 -tVy^^) -4 

-by 7^tn^f^-iH-/f^y [4, 5-c]. y y 

(57) 1 - [2- ( 1 - v 5 ^/^) ^fyl/J -2- (2-t°cy 
)V) -4-h!)7/^n^f;V-lH-^^/ [4, 5-c] 3V y y 

(58) 1 - [2- ( 1 - fc^y v^/I') ac^W] -2- (2-f7/ 

y/u> -4- hy 7^tB^^-iH- r [4, 5-c] */yy 

(59) 7 7 13 n 2 -1- [2- (l-fc'^yi? 
-/u) ^}V\ -4- hy 7/^n^^-lH-/f5// [4, 5-c] 3V 
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-4-hy7;WtP/f;l/-lH-^ [4, 5-c] ^r/JJy 

(48) 6-7<^~l- [2- (4-lf^y vvl/) ^5vw] -2- (2-^7;/y 
/V/ ) -4- hU 7;^n^^/ix-iH— f ^ [4, 5-c] 

(49) 2- (2-lH-^^yy;W) -6-^/1—1- [2- (4-tf^y>> 
/U) rcfvKl - 4 - M) 7/^0^ f /l'- 1 H-^ $ [4, 5-c] *J ]) 

(50) 2- (2-7^;^) -6-p<^-l- [2- (4-tf^y ^/U) rr^/U] 
-4-HJ7/^D^f^-lH-^^^ [4, 5-c] 

(51) 6-^^-1- [2- (4-t°^y^) - 2- (2-^-yW 
-4- by Z7;vjrut*5-/v-iH.-. <( [4, 5-c] ^f/yy 

(52) 2-^^D^^^/l—6-^^/W-l- [2- (4-t'^y^/W ^/P] 
- 4 - MJ 7/^a ^ f 1 H-f 5 [4, 5-c] ^r/Uy 

(53) 2-v/^P— - [2- (4-fc^y^A-) ^/P] 
-4- by 7;^n^f^-lH- -f^/ [4, 5-c]3vy>- 

(54) 7-y h^r^- 2-7x^-1- [2- ( 4 - fcV< y Z>;V) ^^] -4 
-MJ7/l/tn^f;l/-lH-^^y [4, 5-c] ^r/!)> 

(55) 2-7^^-1- [2- (4-t^y^/W) ^)V\ -4, 7-i^l>y7 

/^n^f^-iH-f^/[4, 5-c] ^yyy 

(56) 7-^un-2-7x 1 - [2- (1 -f^7^=^) ^/W] -4 
-f!J7;vtP>f;v-iH — f^y*[4, 5-c}^yyy 

(57) 7 a u- 1 - [2- ( 1 - tf^y ^=/V) ^^] -2- (2-fcry 
/W ) _ 4 _ h y 7;^D^f^-lH-^^/ [4, 5-c] ^r/^ 

(58) 7-^PP-l- [2- ( 1 - tf ^7 v^/U) sc^VW] -2- (2-^7/ 
y/W) -4-h!i7;^a^f^-lH-^^y [4, 5-c] ^/yy 

(59) 7-^ an- 2- (2-1H — f^^/y/V) -1- [2- (l-tf^v* 
=./u) a^/u] -4-Mi7;Pto^f^-lH--f^y [4, 5-c] ^/ 

y y 
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(60) 7 - ^ p n - 2 - ( 2 - 7 V ;V) - l - [ 2 - ( 1 -= hV*7 
-4-MJ7/^P^f/V-lH->f^/ [4, 5-c] =3r/yy 

(61) 7-^on-l - [2- ( 1 - t°^7 v^/U) ^5vU] -2- (2-^^ 
/U ) - 4 - F !l n ^ f /!/- 1 H-^ 5 ^/ [4, 5-c] ^!/y 

(62) 7-^erp-2-^ D^y^/V- 1 - [ 2 - ( 1 - tVy^-^) aifvl/) 
-4- hy [4, 5-c] dr/yy 

(63) 7-^uc-2-^ u^iy/V- 1 - [ 2 - ( 1 - fc 0 ^ x.f-jv] 
-4- h y 7/^n^f;i/-lH-^f 5: [4, 5-c] ^f/yy 

(64) 2-7cn=^- 1 - [2- (1 -fc^yv^/V) - 
4 - h !) n ^ f 1 H--< 5 [4, 5-c] =¥7 V V 

(65) 7-7/^n-l- [2- (1 -tf^y^/V) :x^vl/) -2- (2-fp 

-4-hy7/uto^f/v-iH — [4, 5-c] ^/yy 

(66) 7-:7/M-a- 1 - [2- (1 -fc^^v^/V) ^9W] -2- (2-^T 
y*y/P) -4-hy7;^P^f/WlH — f^^V [4, 5-c] =^7 y ^ 

(67) 7-7/M-C-2- (2- 1H-- f 5;^y*y/W -1- [2- (l-fc^y 
^=/W) rc^/u] — (5.?^ [4, 5-c] ^ 

;yy 

(68) 7-7/^n-2- (2-7y;l/) -1- [2- ( 1 - *S=-A') ^f- 

As] -4-hy^/^Pp«^-iH— [4, 5-c] *yyy 

(69) 7-771^0-1- [2- (1 -fc 0 ^ v 5 -^) ^/V] -2- (2 

^/v) -4-hy7/^P^f;v-iH-^f^/ [4, 5-c] ^/yy 

(70) 2--y^n^.^f-;v-7 -y;v^rn - 1 - [2- ( 1 - tf^y v*=/u) cn^- 
iV\ -4-hy7/Utn^f;l'-lH-^^/ [4, 5-c] ^7 ]} V 

(71) 2-5/^ci^^^/U- 7-7/U^-n- 1 - [2- ( 1 - t°^7 i^/U) ^f- 
/l/] -4- hy 7/^D^f/U-lH- r ^^y* [4, 5-c] ^r/y^ 

(72) 7-7 2-7i 1 - [2- ( 1 - t'^y v^/U) a^/i/J -4 

-hy7;vto^f^-iH-^^/ [4, 5-c] ^yyy 
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(60) 7-^nn-2 - (2--7y/V) -1- [2- ( 1 - ' a:fVl/| 
-4-hy7/^n^f/V-lH-^^/[4, 5-c] 3r/ y ^ 

(61) 7-^ OCt- 1 - [2- (l-t^yv^n/l^) -2- (2-^ = 
/U) -4- hV y^n^^/U- 1H-' f $^)/ [4, 5-c] 

(62) 7-^on-2-^B^f/V- 1 - [2- (l-tVy^/i/) 
-4- h"y 7/^n^f/V-lH-f^y [4, 5-c] ^r/yy 

(63) 7-^on-2 - a^^^/V- 1 - [ 2 - ( 1 - tf^y S?=/W) a^/Kl 

-4-by7/^D^f/v-iH-'f^y [4, 5-c] yy 

(64) 2-7^=-;^- 1 - [2- ( 1 - t°^7 5?=- /V) ^5vP] - 
4-hy7/^n^f^-lH- f [4, 5-c] ^/py 

(65) 7-7^ct-l- [2- (1 -fc'^y v^/V) ^/W] -2- (2-t°n 

y/w) -4-MJ7/^p^f^-iH-^^)/ [4, 5-c] */yy 

(66) 7-7/U^-n- 1 - [2- (l-fc°^y^=/V) ^)V\ -2- (2-^T 
✓ y/U) - 4 - M) 7/Uto ^ f /W- 1 H-^f $ ^7* [4, 5-c] * J ]) V 

(67) 7-7/M-n- 2- (2-1H — f^^Vy/V) -1- [2- (l-t°^<7 
5?=^) 3^/U] -4-MJ7/I/tP>f/U-lH-^^7* [4, 5 - c ] 

;yy 

(68) 7-7/M-0-2- (2-7y/V) -1- [2- (l-t°^7i?~M 
)V\ -4-by7/l'to^f^-lH-^^/* [4, 5-c] 

(69) 1-7 frier*- 1 - [2- (l-t^^^/W ^fvU] -2- (2-5^ 
^/V) - 4 - MJ 7/Uto ^ f /P- 1 H-^ ^ ^7* [4, 5-c] ^f/!J7 

(70) l-V^n^Vf-jV-l -yjV-^-VL- 1 - [2- (1-^7^/V) 
,V] - 4 -},y 7/ ^ CI p{^ /l ,_ 1H _^^y : / [ 4> 5-c] ^r/yy 

(71) 2-i/-?u^*-y/U-7 -y/l-^-n- 1- [2- ( 1 - fc°^7 v^/l^) 

/v] -4-fy7/i'to^f^-iH-'f^/ [4, 5-c] =^;yy 

(72) 7-^^-2 -7^^/U-l- [2- (l-t'^7'7^) ^fvu] -4 

-hy7/^o^f/u-iH-^^/ [4, 5-c] ^f/yy 



WO 01/58900 



PCT/JP01/00816 



(73) 7 1 - [ 2 - ( 1 - tT ^ y i/=-;V) cn^/U] - 2 - ( 2 - t" o y 
/U) -4-hU7;^o>f/U-lH-^^/ [4, 5-c] dr/y^ 

(74) 7-^^-1- [2- (l-f^yi^/V-) rc^/V] -2- 

U/V) - 4 - h y 7/>tD^ f/V- 1 H-^ 5 ^/ [4, 5-c] ^!)y 

(75) 2- (2-1H — rS^VjJAO [2- (l-t a ^7^ 
=./V) zz*f-;V\ -4- hVy^^^f-^-lH — f [4, 5-c] 3V 

y ^ 

(76) 2 - (2-7!)/!/) - 7 1 - [ 2 - ( 1 - fc°^ v^/U) rc^/U] 

-4-hy y^n^^/u-iu— (Kfy [4, 5-c] ^yyy 

(77) 7-^^-1- [2- (l-lf^^) 3i^W] -2- {2-=f-^-=- 
;v) -4- M)7;utn^f;l/-1H- f [4, 5-c] 3V y V 

(78) 2 P^^^/V- 7 ^/W- 1 - [ 2 - ( 1 - fc'^yi^/W) a:^/V] 

-4-hy7/vto^f;v-iH — r?*V [4, 5-c] ^yyy 

(79) 2 - P^vvU- 7 -^/P- 1 - [ 2 - ( 1 - fc 0 ^y '✓'-/V) ^fW] 

-4-hy7/Pto^f/i/-iH— r^/ [4, 5-c] */yy 

(80) 6-^^-2-^^-/^-1- [2- (l-fc^?^ A») ^^P] -4 

-hvy/^n^^v-iH — r^^/ [4, 5-c]*yyy 

(81) [2- ( 1 - If s<7 ac^] -2- (2-fc'py 

/v) - 4 - h y 7/wto^ f ^- 1 H-f $ [4, 5-c] ^/yy 

(82) 6-^^-1- [2- ^jV\ -2- (2 -fry* 

y,v) -4- hy7/^o^f^-iH-^f^/ [4, 5-c] ^r/yy 

(83) 2- (2-lH-f^)/y/U) -6-^A—l- [2- (l-fc^yv* 
=/W) auf-zU] - 4 - h ]) 7 /VJrv * 1 H~4 3! ^y* [4, 5-c] 3V 

y^ 

(84) 2- (2-7y;l/) [2- ( 1 - fc°^7 it-fr) ^fvu] 

-4-hy7^tn^f;u-iH-^^y [4, 5-c] ^yyy 

(85) 6-^^-1- [2- (l-t°^y^-/V) m^/u] -2- (2-^- 
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(73) 7 - * f-fr- 1 - [ 2 - ( 1 - ET V-IV) - 2 - (2-fnJ) 
;U) -4-Ml7;VtB^f^-lH — r^y/ [4, 5~c] 

(74) 1 - [2- (l-tVyi/^) -2- (2-f7/ 

IW -4-MJ7/vto^f^- 1H- r^^y C4, 5-c] ^yyy 

(75) 2- (2-lH-^f^/!)/>) -7-^^/W-l- [2- (l-t^^v 5 
=z.;V) -4 - hy 7;^cz^^-/W- 1H-- < %W [4, 5-c] ^r/ 

(76) 2- (2-7^^) -7-^^vU-l- [2- ( 1 - t°^7 at^/U] 
-4- hy 7;V*u*5-;V- 1H — f [4, 5-c] 

(77) 7-^^/V- 1 - [2- (l-t^y^^/l.) o:^vU] -2- (2-^n- 
,!✓) -4-Mi7/Vto^f;i>-lH-f^/ [4, 5-c] ^/!)y 

(78) 2 -is? v<y=f-;\s- 7 -^fvu- 1 - [2- ( 1 - fc 0 ^7 ai^VU] 
-4-F!)7/^P^f^-lH — f$*V [4, 5-c] =3r/y>- 

(79) 7-/ 1 - [ 2 - ( 1 - fcV<7 v 5 -/!-) rc^] 

- 4 - h y 7^p ^ f /i'- 1 h-^ ^; [4, 5-c] ^yy^ 

(80) 2 -y^=-/V- 1 - [2- (l-t°^7^~/k) az^vKI -4 
-Mj7/^c^f;l.-lH-^^/ [4, 5-c] ^7!)^ 

(81) 6-^^-1- [2- (1- 3z^] -2- (2-t°ny 

;v) -4- h y h-w [4, 5-c] ^yy^ 

(82) 6-^5^-1- [2- (l-^7^-;V) 3^/W] -2- (2-f7/ 
y/V) -4-hy7/Vtn^f;V-lH-^^y/ [4, 5-c] *V y y 

(83) 2- (2-1H— T^^yy/W) [2- (l-t'^^v 5 
^/V) oc^/V] -4-hy7;^o^f;V-lH-^f^/ [4, 5-c] 3V 

y y 

(84) 2 - (2-7yyU) - 6 -y ^/V- 1 - [ 2 - ( 1 - $*-A0 :*?yl/] 

-4-by7^to^f^-iH — rs*v [4, 5-c] 3vy^ 

(85) 6-^/1—1- [2- az^/u] - 2- (2-5^- 
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As) - 4 - MJ ^ f />- 1 H-^f [4, 5-c] }) > ' ' 

(86) 2-Wa^V^;V-G-*?-;V- 1 - [2- (l-t'^v^/W ^fV\ 

- 4 - h y 7/wto ^ f ^- 1 H-^r >; [4, 5-c] ^/uy 

(87) 2-i/?u 6-/ 3Vu- l - [ 2 - ( 1 - fc 0 ^ v^/V) ^5vk] 
-4-hy 7/^nyf^-lH-f^/ [4, 5-c] 3v y y 

(88) 7-^pp-1- [2- ( 2 — =E-/l/Jfc y J^/U] -2-7^-/1^-4 
-f^/Uto^f^-lH-^f^/ [4, 5-c] 

(89) 7-^ n ci- l - [2- ( 2 -^6/1^ y -;V) x-^AA -2- (2-t°py 
/V) -4-MJ7;^D^f/V-lH-{^/ [4, 5-c] =5r/y^ 

(90) 7-^pp-1- [2- (2-^/Wfty =/W) a^vw] -2- (2-^T/ 
y^) -4- h !)7/VtP>f/^-lH-^f^/ [4, 5-c] 3Vyv 

(91) 7-^ OP- 2- -1- [2- (2-^/^y 
—A") ^A-] -4-hy7/^P^f/b-lH-^^/ [4, 5-c] 3V 

y i/ 

(92) 7-^PP-2- (2-7y/U) -1- [2- (2-^/^V =-^) ^A/\ 
-4-MJ7/^n^f^-lH- T^y^ [4, 5-c] 3V y ^ 

(93) 7-^PP-l- [2- (2-^;^y-/W 3Lf-AA -2- (2-^^ 
^) -4-MJ7/^to^f/W-lH-^^/ [4, 5-c]=3ryy^ 

(94) 7 UU-2-i/? V<yJ-;V-l- [2- (2-^7V*y^/V) su^aA 

-4-hy 7/^13^^-^-^^/ [4, 5- c] 3v y V 

(95) 7-^PB-2-^DA^-l- [2- (2-^/^y-;V) ^^/V] 
-4-^)7/^0^^-^-^^/ [4, 5-c] 3f/yy 

(96) 7-7/U^P- 1 - [2- (2-^/W*y ~A-) ai^/U] -2-7i=/V- 

4-h!i7/^D^f/i/-iH— f [4, 5-c] ^yyy 

(97) 7 -7/M-P- 1 - [2- (2— =E7Hfc!J -A") -2- (2-t'P 

y,v) -4- h y 7/^p^f/v- 1H--T [4, 5-c] ^yyy 

(98) 7-7/M-p- 1 - [2- (2-^/l^y=/V) ^f-;V] -2- (2-^7 
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)V) —4— h V 7;l/tn^f/^ 1H- ( * *V [4, 5-c] y ^ " 

(86) 2 -S^ P-O'fvU- 6 l - [ 2 - ( 1 - fcV<7 V-lV) 

-4- M)7^to/f/i^-iH- r [4, 5-c] ^yyy 

(87) 2 - ^ n ^ i/tv- 6-? 1 - [ 2 - ( 1 - t°^7 S^AO a:?vl/] 
-4 - hy7;Vtn^f/l/-lH-^^y [4, 5-c] ^!)y 

(88) 7-i?np-l- [2- (2-^/V/^y=/U) :x.<?vl/] -2-7i^-4 
- MJ7;Pta^f;u-lH-^^/ [4, 5-c]^/y^ 

(89) 7-^n n- 1 - [2- ( 2 -^/U* y =/V) -2- (2-t°uy 
;W -4- by 7^tn^f;v-lH- f [4, 5-c] y ^ 

(90) 7-^DP-l- [2- ( 2 y ~/V) m^/W] -2- (2-^T/ 
y^) -4- h^/^P^f/U-lH—f^/ [4, 5-c] 3v vy 

(91) 7-* dp- 2- (2- 1H-- f -1- [2- (2-^/^y 
~/>) ^fvKl - 4 - M) 7;^p ^ f ^- 1 H-^ ^ [4, 5-c] * J 

y ^ 

(92) 7-^nn-2 - (2-7!);P) -1- [2- (2 -^■A'* y =/V) ^;V\ 
-4- h y 7}V%-u*f-j\<- 1H— T [4, 5-c] 3v y y 

(93) 7-^nn-l- [2- ( 2 -^-/Mn y =.;V) oc^yV] -2- (2-7^~ 

^) -4-M)7/vtp^f/i'-iH-'f^/ [4, 5-c] ^f/yy 

(94) 7-^t3P-2-^n^yf^-l - [2- ( 2 -^e/V'/fc y -A-) :n?vu] 
-4-h!)7/^n^f-;V-lH-^^y [4, 5-c] ^r/!)y 

(95) 7-^an-2-^DA^_ \ _ [ 2 - ( 2 -^t/V/fr y ~/V) rc^vi/| 

-4-M)7/^o^f/v-iH-^f^/ [4, 5-c] ^yyy 

(96) 7 1 - [2- (2-^e/^y=/U) ^fyu] -2-7ai^V- 
4-Mi7/^n^^-lH-^^y [4, 5-c] 3V y >- 

(97) 7 1 - [2- -2- (2-t°n 
y,V) -4-hy7;VtP^f^-lH-^^/ [4, 5-c]^/^ 

(98) l-7)VJrxi- 1 - [2- (2-^/l^y ~/V) -2- (2-^T 
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-4-H7>l/to^-lH->f [4, 5-c] ^f-y y ^ 

(99) 7-7/M-n- 2- (2-1H-- -1- [2- 

y-/i/) - 4 - MJ o ^ f /I/- 1 H-'f 5 [4, 5-c] * 

yyy 

(100) 7 (2-7 9?V) -1- [2 - ( 2 —t/l'* JJ ~A-) 
/!✓] -4- }> !)7/l/tn^f;V-lH-r^y [4, 5-c] ^7!)^ 

(101) 7-7^13-1- [2- (2-^/WTfty - 2- (2-f-x. 

=;u) -4 - hVy^n^f-^-iH— -f$*V [4, 5-c] 

(102) 2 n^^vu— 7 1 - [2 - ( 2 -^E-A'* y ^/V) a:?- 
;V] -4-M)7/l'tn^f;V-lH-{^y/ [4, 5-c] ^/ U y 

(103) 2-W P-v^vVU- 7 1 - [2 - ( 2 -^-/U-* y nyu) 
-4_|,y 7 ;^ 07 e^ / u_ 1 H-^^^)/ [4, 5-c] ^/ y ^ 

(104) 7-^^-1- [2- (2-^/W^y^/l-) ^)V\ - 2-7i^-4 
-M^7^P^f/V-lH-^^/ [4, 5-c] ^r/!/y 

(105) 7-y ?vW- 1 - [2- (2-^/^y-A-) atf-^] -2 - (2-tTny 
>V) -4-M/7/l'tn^f/V-lH-'{^/ [4, 5-c] *y y f 

(106) 7-^^-1- [2- (2-^/^y =/U) ^^/V-] -2 - (2-f7^ 

y/i/) -4- hj/7^to^f;v-iH-/ f [4, 5-c] ^yy^ 

(107) 2- (2-lH-y^/!);W) -7-y^/W-l- [2- (2-^/1^ 
-SV) ^)V\ -4- h y 1H — C^^y [4, 5-c] ^y 

y v 

(108) 2 - ( 2 y /u) - 7 -y i - c 2 - ( 2 -^/v* y -/V) a^/U] 

-4- hV 7/^n7f^- lH-'T 5^y* [4, 5-c] ^/y^ 

(109) 7-y5vW~l - [2- (2-^/^^y n/U) ^f-/U] -2 - (2 
/W) -4- h y 7/Vtn>f;U-lH-'f S^y* [4, 5-c] *y y ^ 

(no) 2-y^n^yf/i'-7-7f/i'- 1 - [2- (2-^e;v*y-/W ^^;u] 

- 4 - b y 7/Utn ^ f ^- 1 H-y ^ [4, 5-c] ^r/])y 
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✓ !J /V) - 4 - h ]) 7;V*u*^-;V- 1 H— f ^ [4 , 5 - c J *J V V 

(99) 1 -y;virn-2~ (2- 1H— f -1- [2- 

U ^/U) ^5vU] -4-M)7/l/tD^f/l'-lH-<^>' [4, 5-c] 

doo) 7 -y ;v^-n-2 - (2-7V ;v) - 1 - [2- (2-^*!)^) ^9=- 

/u] -4- h \) [4, 5-c] ir/yy 

(101) [2- (2-^-/V*y =l^-)V] -2- (2-5^ 
-/v) - 4 - h y 7;utn ^ f 1 H-^f $ ^/ [4, 5-c] ^r/!)y 

(102) 2 -v^ p^y^A— 7 -7/M-n - 1 - [2 - ( 2 -^a-* y ~/v) ^ 
a-] -4-hy7^tn^^-iH-^>^ [4, 5-c] 

(103) 2-v-^n^^r^/U-7-7/V^P- 1- [2- (2-^A/fcy~A) 

a-] -4-fy7/^p^f;i'-iH-^^y [4, 5-c] ^r/yy 

(104) l-*f->V- 1 - [2- (2-^e/W^y =-lV) :x5vl/] - 2-7 ^=-/V- ± 

-by7;^a^f/v-iH-^^/ [4, 5-c] ^yv 

(105) 7-^^-1- [2- (2-^A/fty -AO ^fvV] -2 - (2-fc'py 
A*) -4-hV7^*v*^-lH-4K¥y [4, 5-c] 3V y ^ 

(106) 7-^A— 1 - [2- (2-^e/l^y -A-) a^A-] -2 - (2-^T*/ 

y,w) -4- yy7;virv^3-;v-iH.-s < [4, 5-c] ^yyy 

(107) 2- (2-lH-f^/y/W) -7-^/W-l- [2- (2-^A^y 
^./U) rc^/v] -4-fy7;Uto^f/V-lH-^?^/ [4, 5-c] 3V 

yy 

(108) 2- (2-7y/l/) - 7 -*?7W- 1 - [ 2 - ( 2 -^-A-* y -A-) ^A-] 
-4-hy7^tn^f/V-lH-^^/ [4, 5-c] 3V y >- 

(109) 7-^A— 1 - [2- (2~^-A*y=A-) J^A-] -2 - (2-^= 

ao -4- h y 7^to^f;i/-iH- f [4, 5-c] =^yyy 

(110) 2 n^y^/U- 7 -p< ^A- 1 - [ 2 - ( 2 -^A-* y =-M ^A] 

- 4 - h y 7/i/t d ^ f /p- i H--f ^ [4, 5-c] ^/y^- 
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(111) 2 -i/^ xi^-yjv- 7 f-jV- 1 - [ 2 - ( 2 -Jc/Uft ]} =.;V) rc^/u] 
- 4 - h y 7;^a ^ f /u- l H-f ^ f / [4, 5-c] */V> 

(112) 6-^^-1- [2- =-/V) cx^/W] -2-7x-;V-4 

-h^Mo^f/v-iHW^y/ [4, 5-c] ^/yy 

(113) 6 1 - [ 2 - (2 -^/l^ y -/V) ni^/v] - 2- (2-fP|j 

*0 -4-h!)7/i'tD^;v-iH-f;yy [4, 5-c] y y 

(114) 6-^^-1- [2- (2-^/Msy rvlx) ^/V] -2 - (2-^T^ 
y,v) -4- h y 1H-- f [4, 5-c] 

(115) 2- (2-lH-^^/U^) -6-^^-1- [2- (2-^e/w^y 
=/V) jc^/u] -4- h y 1H-^ [4, 5-c] 

(116) 2- (2-^y/W) -6-^^/U-l - [2- (2-^V^y-;V-) 

-4- MJy/i'to^^-iH-'f [4, 5-c] 3-/yy 

(117) 6 -*?-J\>- 1 - [ 2 - (2 -^/VtJn y =/P) jnfvl"] - 2 - ( 2 -^^^ 
M - 4 - MJ 7^n / f 1 H-'f [4, 5-c] ^;!Jy 

(118) 2-v-^P^y^vW- 6 1 - [2- ( 2 — t/Psfr JJ ^^] 

- 4 - MJ 7^tn ^ f ^- 1 H--{ [4, 5-c] * / ]) V 

(119) 2-v-^ 6 1 - [2- (2 -^/Wfry ^/P] 
-4-M)7^to^f/W-lH — [4, 5-c] ^r/yy 

(120) 4 - v-^ p 7°n fcVU- 2 - 7 * 1 - [ 2 - ( 4 - V V)V) ^jV] 

- lH-> [4, 5-c]^r/y>- 

(121) 4-V^o7n 1 - [ 2 - (4 - y ^/V] - 2 - ( 2 - 

trny/v) -ih-^^/ [4, 5-c] =¥/yy 

(122) 2, 4 -^7in;l/- 1 - [2- ( 4 - V vW) xf/l/]-lH-f5 
*V [4, 5-c] y y 

(123) 4-7 ^^/V- 1 - [2- (4-f^y^;V) ^/V] -2 - (2-fcfPjJ 
/W) -lH-^5^/ [4, 5-c] 



20 



WO 01/58900 



PCT/JP01/00816 



(111) 2 Ki^iyjV- 7-t ^/U- 1 - [ 2 - ( 2 -^r/W* ]) ->V) x<f>n,] 
-4- hV 7;l/tn^f/V-lH-^f5^ [4, 5-c]+/!Jy 

(112) 1 - [2- (2-W*U^) ^?vl/| - 2-7o:-7V-4 
-MJ7/vtn^f;v-lHW^/ [4, 5-c] ^yyy 

(113) 6-^^- 1 - [2- (2-^/W^y =VW) oi^/V] - 2- (2-fP y 
/W) -4-h!)7^tn^^-lH-^^/ [4, 5-c] 3V V V 

(114) 6-^^-1- [2- (2-^/l^y-A-) atfvl/] -2 - (2-f7/ 

y/v) - 4 - h U 7;^p ^ f /v- l H-^f [4, 5-c] */yv 

(115) 2- (2-lH-^^/!);V) -6-t<5vu-1- [2- (2-*/W*y 
z^f->V\ -4- hy 7/Vtc^f^-lH-^f^/ [4, 5-c] 

y v 

(116) 2 - (2-7!)^) - 6 1 - [ 2 - ( 2 -^E7VJfr V -AO ^/V] 
-4-h!)7;VtP^f/U-lH-^f [4, 5-c] ^r/lly 

(117) 6-^^-1- [2- (2-^/^-/1") ^A] -2 - (2-^- 

/v) -4-Mi7/^n^f;v-iH-^f^y [4, 5-c] *yy^ 

(118) 2 -i/^ P^^/U- 6 1 - [2 - (2-^/^y rc^/V] 

-4-hy7/ptp^f/i/-iH-^?^ [4, 5-c] ^/yy 

(119) 2 n^i/;v- 6 1 - [ 2 - ( 2 -^e/Ms y a^A"] 

-4-hy7^tn^^-iH-^>^ [4, 5-c] */yy 

(120) 4 - ^ p 7°n tf/W- 2-7 zc^/W- 1 - [ 2 - ( 4 - V vvV) 3^ AO 

-1H- [4, 5-c]^yy>- 

(121) 4-v^ p7p tVV- 1 - [2- (4-fc°^y a^/U] -2- (2- 

t°py/u) -lH-^f^/ [4, 5-c] 3vy>- 

(122) 2, 4-v^^n/l— 1- [2- (4-fc°-<y $?/!/) xf/l/] -1H— f 5 

[4, 5-c] 

(123) 4-7^^/U- 1 - [2- ( 4 - t°-< y vW) ^5VV] -2 - (2-bfpy 
A) -1H-- f^^y [4, 5-c]^/!)y 
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(124) 4-(2-75 JV) ~ 2-7i 1 - [ 2 - ( 4 - U vVl/) *.<?>V\ 
-1H-^^/ [4, 5-c] ^r/!)y 

(125) 2-ya^~/V- 1 - [2- (4-t°^yiW ^77l/J -4- ( 2 
AO -lH-^5^/ [4, 5-c] ^f/!)> 

(126) 4-^X7-2-7^ 1 - [2- U-fcVSJJSJAO ^^Vkl -1H 

-<>($yy [4, 5-c] y y 

(127) 4-y./V7J7°l>- 2-7x=^/- 1 - [2- (4-^yiW ^/U] - 

lH-^f^/ [4, 5-c] ^yyy 

(128) 2-7x^-l-[2-(4-f^!) ^)xf;W]-lH-( ^/[4, 
5-c] V >-4-%/l'tf^m 

(129) 2 - 7 s. 1 - [ 2 - ( 4 - y SMO JtfvW] -lH-^5^/[4, 
5-c] */Vl'-4-*A'tf*'fr$F 

(130) 2-7x^-1 - [2- (l-f^7i^=/V) ocfvU] -4 - h y 

n^f^-iH->f^j/ [4, 5-c] ^yyy 

(131) 1- [2- (l-f^v^A-) -2- (2-fpy/W -4-h 

U7;vtD^f/i/-iH- f5*V [4, 5-c] ^r/yy 

(132) 2-7^-^-1- [2- (3-f^y 9 JM -4- h !)7;^P 

^fA'-iH-' r^*v [4, 5-c] 

(133) 1- [2- ( 3 - y ^ao ai^/u] -2- (2-fpy/v) -4- h y 

7/V^-np<^7W- 1H— T^^T* [4, 5-c] ^/DV 

(134) 1 - [2- (2-^e/l^y -/V) ^,i/J -2-7i=/l/-4- h V 7/^ 

p^f^-iH->{^/[4, 5-c] ^r/yy 

(135) 1- [2- (2— tA'JfcU -AO - 2- (2-t'py^) -4-h 

y7/vto^f/u-iH-^^/ [4, 5-c] ^r/yy 

(136) 2-^ h^r-y^^/U- 1 - [2- ( 2 -^^A-* y =A0 ^5vI/J -4- 
M)7/^o^f;U-lH-^5^/ [4, 5-c] ^r/y7 

(137) 1 - [2- (8-Tif" tf$/7n [3. 2. 1 ] ^7 * V- 3 — f /V) ^A/J 
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(124) 4 - ( 2 — 7 y >V) -2-7x 1 - [ 2 - ( 4 - JJ ^/V) ^/17J 

-ih— T^tV [4, 5-c] ^y!)y 

(125) 2-7^^/^-1- [2- ( 4 - y v>/U) ^)V\ -4- (2-^- 
/!✓) -1H— [4, 5-c] */y^ 

(126) 4 -VT7- 2 -7a: -/V-.l- [2- (4-^y^/U) a^yl/] - 1 H 

[4, 5-c] *y uy 

(127) 4-^/U*7°h- 2- 7*=^- 1 - [2- (4-tf^y^/V) rc^/U] - 
1H-^^/ [4, 5-c]3rVy> 

(128) 2-7i=/V-l-[2-(4-tXij ^)x^]-lH-f ^7V[4, 
5-c] y V-4-*/HJ?^R 

(129) 2 - 7 * =7V- 1 - [ 2 - ( 4 - fc'^ y -1H— f 7 [ 4 , 
5-c] =3r/y>--4-*/^^^.K 

(130) 2-7:* —/V- 1 - [2- (1 -f^yv^/W) ^/W] -4 - h U 7/M~ 

c^f^-iH — rs^v [4, 5- c ]^yy>- 

(131) 1- [2- (1-^7^/V) 3i^/W] -2- (2-fpy/W) -4-h 
U7;^P^f;i/-lH- f^TV [4, 5-c]^/y^ 

(132) 2-7i-/k- 1 - [2- (3-t'^y ^fvkl -4 - h V 7;V$rv 

^f/i'-iH-f^y [4, 5-c] ^yyy 

(133) 1 - [ 2 - ( 3 - t°X y v?/p) ac^/l/J - 2- (2-fpy/V) - 4 - h y 
7;v^n>f/i/-lH-/f^/ [4, 5-c] ^f/!Jy 

(134) 1- [2- (2-^/V*y -/U) ^/l7J -2-7^-/1^-4- h V 7/V^" 
P^f/l'-lH- T 5^7 [4, 5-c]^f/!Jy 

(135) 1- [2- (2-^-/W*y^/U) ai^/W] - 2- (2-fny/U) -4-h 
9 7/Vtn^f^-lH-^^)/ [4, 5-c]dr/yy 

(136) 2 h ^ ^/W- 1 - [ 2 - (2 -^^"^/VxJn y n/V) cxfvU] - 4- 
h y 7/Vtn^f;V-lH- f 57*7 [4, 5-c]^r/y^ 

(137) 1- [2- [3. 2. i] 2J-77 y- 3 — f/V) ^/K) 
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-2-y 4 - h V 7JV*V y. l H - 4 5 7V C 4, 5 - c] 7 

y y 

(138) 1 - [2- (8 -7lf tf^^ n [3. 2. 1 ] irt 9 3 — i JV) ^jV\ 
-2- (2-t°P!J^) -4-MJ7^n^f;>-lH-^^^/ [4, 5- 

c] *r/y^ 

(139) 1 - (2-T5: /^5VV) -2-7x^-4- h y ^/V^-n^^/V- 1H 
-4 %W [4, 5-c] *y y ^ 

(140) 1- -2 - (2-t 9 py/U) -4 - hy 7;l/tP^f 

/\s-m-4 577 [4, 5-c] 3vy^ 

(141) 1- (2-^^75 /^/W -2-7;c-/u-4- MJ7;i/tD^f 
;v-iH-^f^/ [4, 5-c] ^/yy 

(142) 1 - (2-^7 57V7 5 J^)V) - 2 - ( 2 - fc°P y /V) - 4 - b ]) ~7 )V 
tD^f^-lH — f577[4, 5-c] ^/JJV 

(143) 2-7^^/^-1- [2- (3-t°n V ai^/V] - 4-M)7/l^t 
n^f/V-lH-^^^ [4, 5-c] ^r/yy 

(144) 1 - [ 2 - (3 -T-fe?^- =c^-;V\ - 2- (2-t'P]);V) - 4 - h 
y7/^n^f/b-lH-^^/ [4, 5-c] *7 US' 

(145) 6, 7, 8, 9-f^7tKo-2-7x^-l - [2- (4-tXyi? 
/V) -4-hy7/^P^f^-lH-f^/ [4, 5-c] dr/y 

(146) 6, 7-7tKn-2-7x^-l- [2- ( 4 - fc°^< y vvV) 
-4- h !) 7^tn^f/v- 1 H--T 5 7V [5, 4-d] ^713-^7 [b] 
t°y S» 

(147) 6, 7-^tKn-l- [2- (4-tVy^) ^577] -2- ( 2 - 1° 
tzy/v) -4- by 7;vtn/f;i/-lH- f 5 77 [5, 4-d] -^p^y 
7 Cb] t-yv 5 ^ 

(148) 6, 7--7fc Kb-1 - [2- (4-fc°-<y ^-9v7] -2- (2-^ 
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-2-7i=^-4- h ]) yfrirxit f-jV- 1H — [4, 5-c] *J 

(138) 1- [2- [3. 2. 1 ] * V- 3 — f/L-) :t?yu] 
-2- (2-t°ny/W) -4-hy7/^n^f^-lH-^^/ [4, 5- 

c] */y^ 

(139) 1 - (2-T^ /^fvU) - 2-7^-/1^- 4 - b ]) 7/Vtn^f;l'-lH 

— r [4, 5-c] 

(140) 1 - (2-T^/^/V) - 2 - (2-fcTP y /U) - 4- h y 

;i/-ih-{5^/ [4, 5-c] 

(141) 1 - (2-v^?vW7^ / ^5VW) - 2 - 7i=;W4- h y 

;v-iH--f^y [4, 5-c] ^r/yy 

(142) 1 - ( 2 - ?vVT 5 S^f-As) - 2- ( 2 - fc*P y fit) - 4 - h V 7 ;V 

tn^f/v-iH-^5^/ [4, 5-c] ^yyy 

(143) 2 -:7^/U- 1- [2- (3-t°P y ^~/V) ^5VV] -4- h y y/^^t 
D^f/l^-lH-^>;^/[4, 5-c] ^r/yv 

(144) 1- [2- (3 -Tif^-v^U) ^/t/] - 2- (2-fny;V) -4-h 

y7/vto^f/i^-iH-y^/ [4, 5-c] ^;yy 

(145) 6, 7, 8, 9-rh7tKn-2-7i=^-l - [2- (4-tXyi/ 
?V) -4-^)7/^0^^-^-^^/ [4, 5-c] 

V 

(146) 6, 7-^kK0-2-7x^-l- [2- (4-f^y^/V) ^fvU] 
-4-Fy7/Vtn^f;V-lH--{^)/ [5, 4-d] ^W^s? [b] 

t°y ^ 

(147) 6, 7-i^tKn-l- [2- ( 4 - t?^ y v>/W) :tf-/K] -2- ( 2 - fcf 
ny^) -4- hy 7;Vtn^f/l/-lH- I^^V [5, 4-d] Wv^y 

? Cb] t'yv'y 

(148) 6, 7-7tKn-l- [2- ( 4 - t°-< y vvU) ^^/W] - 2- (2-^ 
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[b] ty>?y 

(149) 6, 7-^fc Kp-2- (2-lH-^^y!)/H - l- [2-(4-fc° 
^y^V) -4-by77V^-n^^;W-lH-^$^y [5, 4-d] 

i/ 9u^# [b] ey>^ 

(150) 2 - (2-711/1/) - 6 , 7 -i?t Kn - 1 - [ 2 - (4 - fc^jj vVV) m 
?VW] -4- h J) 7/^P^f/V- 1H-- f [5, 4-d] v^P^>^ 

[b] t o yv>y 

(151) 6 , 7 -5? t Kp - 1 - [ 2 - (4 - tV!!/ =^/U] - 2 - ( 2 

-4-h!)7/VtP^f/W-lH — f 5 [5, 4-d] i/^P^^ 

* [b] brye?^ 

(152) 2-e/^n^i/^/V-6, 7-^tKo-l - [2- (4-^5^)x 
^/V] -4-^7/^0^^-^-^^/ [5, 4-d] S^n^y* 

[b] t-yv 5 ^ 

(153) 2-v^n^$/yl— 6, 7-i/tFn-l- [2- ( 4 - \£X V VlV) a: 
7-/l>l -4-M)7/^n^f/V-lH — (^yy [5, 4-d] i/fixi^VZ 

[b] tfy-s^y 

(154) 2 - 1 - [ 2 - (4 - fcV* y SMO a^U] - 4 - |> y 
^f/U-lH-f^y/ [5, 4-d]^3V [3, 2-b] t°y^V 

(155) 2-7^^/1^-1- [2- (4-Vf^y v?/V) :Ef7U] -4-^17/^0 
^f^-lH-^^y [4, 5-c] [1, 5] -IryWJl/ 

(156) 2-y =c^;v-i - (4-tf^<y^/v) -4- MJ7/vtn^f/v-lH- 
^ [4, 5-c] *y y v 

(157) 2-7xi/V-l- [3- (4-tf^<y *JM 7°U tVW] -4- b V 7 As* 

o^f/v-iH-y^/ [4, 5-c] 

(158) 1- [2- (n-7f/l/7^) 3i^/U] -4-^f/V-2-7i=/V-lH 

f [4, 5-c] *y y >- 
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T V VM - 4 - HI 7 >V*n y 1 H-^ 5 9 V I 5 , 4 - d ] S/ ^ u x 

[b] trys^ 

(149) 6, 7-^fc Kb- 2- (2-1H — fS^U^) -1- [2 - (4-t° 
^!)^) ^/V] -4-hy7/V^-P^^-lH-^^^y [5, 4-d] 
Wa^V* [b] fc'JJv 5 ^ 

(150) 2- (2-7V/l<) -6, 7-v>fc Kp-1- [2- ( 4 - y v^V) ^ 

-4- h V ? fr-frxit^jV- 1H-- T [5, 4-d] v^P^* 

[b] t-yv'y 

(151) 6, Kp-1- [2- ( 4 - t 0 ^ y ^^V] - 2- (2-^ 
;r.^yv) -4-M)7^tn^f/V-lH-^f;^ [5, 4~d] P^i/ 
* [b] t°Vi?>- 

(152) 2-v'^'<yf/l'-6, 7-^t Kp-1- [2- (4-fc^y i^/V) ^ 
f-lV\ -4- hy 7/^P^f^-lH-^^/ [5, 4-d] ^o^y^ 

[b] t-y^y 

(153) 2-*y?u^i/;V-G, 7-^tFn-l- [2- (4-fcXiji?;i/) x 
^/W] -4- h y 7/W^-p^^- 1H — [5, 4-d] ^D^^ 

[b] WJy 

(154) 2-7^-/U- 1 - [2- (4-t°-<y i?/l>) -4-MJ7/>to 
^f/V-lH-^^/ [5, 4-d] [3, 2-b] f U^V 

(155) [2- ai^/W] -4-M)7/^o 
^f/U-lH-f [4, 5-c] [1, 5]-^7^y> ? V 

(156) 2-7o:=./W- 1 - (4-t°xy^/U) - 4- h y ^/M-p^^/V— 1 H — 

[4, 5-c] *y y ^ 

(157) Z-7zz.-jV- 1 - [3- (4-lfXy^/W) T'Pt'/W] -4 - h y :7/M" 
P^f/l'-lH-^^/ [4, 5-c]3-/yy 

(158) 1- [2- (n-T^A-T ^ J ) ^fvW] -4-^f^-2-7x^-lH 

[4, 5-c] y ^ 
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(159) 1 - [ 2 - {<0*?AfT § J ) ^fvl'] - 4 - * <5-)V~ 2 - 1 H 

[4, 5-c] y^ 

(160) 4 -^/P- 2 -7*=^- 1- [2- (MJ7x^f/U7^) ^ 

/v] -lH-^f^/ [4, 5-c] *yy>- 

(161) ^^^V N- [2- (4-^f/V-2-7x=/V-lH-^^/ [4, 

5-c] ^yy-i-^;v) ^^/u] #yw<*— h 

(162) N- [2- (4-^f/V-2-7i=/V-lH-^^/ [4, 5-c] * 

(163) N-^^/V'-N'-[2-(4-^^-2-7^^/U- lH-/f^^/[4, 

5-c] a^/f] ft^ur 

(164) N- [2- (4 - ^ f /V- 2 - 7x=/l/- 1 H->f 5 [4, 5-c] * 

(165) N- [2- (4-^f/V-2-7x^-lH-^;^/ [4, 5-c] * 
/ J) 1--T/V) rc^yp] p- h/i^3iy;*/M^7 § K 

(166) 1 - (2-^7 — ^/^^710 -4-^f^-2-7x=/V-lH-^^ 

y [4, 5-c] 3v y ^ 

(167) 2-^5VW^ /-N- [2- (2-7^c=/V-4- by 7^tP^f;U- 

ih- [4, 5-c] ^tv\ r±hr^ k 

(168) 2 — ^'f-A'T ^ / — N— [2- [2 - (2-fc°n JJ/W) - 4- h y 
^f/l'-lH-^^y [4, 5-c] 3V y ^-1 — f/U] ^/U] T-fe hT 
5 K 

(169) 2-v^^T^ /-N- [2- (2-7x^-4- h y 7^tn^f^ 

-1H- -rs^y [4, 5-c] ^yyy-i-^/v) ^^] rir hrs k 

(170) 2-^f;V7 5 /-N- [2- [2- (2-t°py/V) -4 - h9 7/l^t 

n^f/i/- ih- -f [4, 5-c] ^yyy-i — r/kl ^^v] r-trh 

(171) 2-7^; -N- [2- (2-7x=/V-4- h ]) 7/^n^^-lH- 
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(159) 1 - [ 2 — (<<l/i?jUT 5 J ) - 4 f-M- 2 - 7 =. ~;V- 1 H 

rs^v [4, 5-c] y^ 

(160) 4 -t^As- 2-7*~;V- 1 - [2- ( h V 7x=/MW^/) ^ 

^] -iH-^^y [4, 5-c] ^;yy 

(161) ^^^/W N- [2- (4-^f/U-2-7x=/l/-lH-/f^^ [4,, 

5-c] dfyyy-i-^/v) ^fvu] #/w<y-h 

(162) N- [2- (4-^f;l/-2-7x=/W-lH-^5^/ [4, 5-c] *r 

(163) N-y^/V-N'-[2 -{A-^f-ZV- 2-7x.~/V- 1 H--f ^^^[4, 

5-c] Jfyyy-i— r^) ^5vi/| ^!7i/T 

(164) N- [2- (4-y^/V-2-7rc^-lH— T [4, 5-c] * 

(165) N- [2- (4-^f/l/-2-7x=/l'-lH-^^/ [4, 5-c] ^ 

y yy-i-^/w) ai^/w] P - h/wn^/M^rs: k 

(166) 1- (2-^7=v ? /xf;W) -4-yf/V-2-7x^-lH-^^ 

^ [4, 5-c] =3r/ y ^ 

(167) 2-y^/UT5:y-N- [2- (2-7^-/V-4- b y 7yl/tPyf;l'- 
lH-^f^/ [4, 5-c] ^^/W] T-fehT$ K 

(168) 2-*=f-;VTx /-N- [2- [2- (2-fny/V) - 4-hy7;^P 
yf^-lH-^^^/ [4, 5-c] ^7 y ^-1— f/U] 3c^;u] Ti? YT 
5 K 

(169) 2-^f;l/7^ y-N- [2- ( 2 4 - h y 7^0^^ 
-1H-- C^y^ [4, 5-c] =¥y !)y-l-/f/V) ^^/W] 7t hT $ K 

(170) 2-v?y ^-/wr^ y-N- [2- [2- (2-t'ny/w) -4 - h y y;vir 

o^f^-lH- <5^y* [4, 5-c] ^fvW] T"fe h 

(171) 2-7 5 y-N- [2 - (2-7x^-4- h !) 7^tn^f 1 H- 
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<m?y [4 , 5 - c ] 3V y y- 1 — f ;V) ^)V\ T± ]-T% K 

(172) 2-T 5 J -N- [2- [2- (2-t°n y/k) - 4 - h U 
-lH-^f^^/ [4, 5-c] .=*r/ y^-l-^/l^] ^)V\ T-fehT5 K 

(173) 1 -r-fe^vV-4- [2- (2-7^=;k-4- h y ^/lofrp^fvl/- l H 

[4, 5-c] ^r/y^-i — r/v) 31^] tr-^y^v 

(174) 1 - [ 2 - (1 <y 4 - y vVw) Ji^/V] - 2-7i 4 

- hy [4, 5-c] 3vy^ 

(175) 2- ( 2 - 1 Kn *i/7 z*=/P) -1- [2- (4-fc^ys? 
A,) -4- f [4, 5-c] 3V y 

(176) 7-7nn-2- (2-p« h 3^:7^-/^) -1- [2- 

ai^/V] -4- h y f ^^V [4, 5-c] *;})y 

(177) 7-^ do- 2- (3-t Ko^^7i^) -1- [2- 

/!✓) 3L^/w] -4- b y 7;^P^f;i/- 5^7* [4, 5-c] ^/y 

y 

(178) 7-7nn-2- (3-^ h 3r^7 - 1 - [ 2 - ( 4 - fc 0 ^ y i^/U) 
oi^/u] -4-h!)7/^P^f;k-lH-f ^7 [4, 5-c]^/!Jy 

(179) 7-^np-2- (4-fc Kn^7i=^) - 1- [2- (4-f^y 5? 
/U) ai^/l/] - 4 - MJ 7/Vt o ^ f /V- 1 H->f ^ ^7 [4, 5-c] ^/H 

(180) 7-* nn- 2- (4-* h*'>7;cn/V) - 1 - [2- ( 4 - y 

-4- h y 7/VtB^f^-lH-' f S^/ [4, 5-c] 3r/yv 

(181) 2- (2-t f'P^V7i=/V) [2 - 

;V) jc^/U] - 4 - h 5 7/UtB ^ f ^- 1 H-'f 5 /7 [4, 5~c] ^r/D 

(182) 2-(2-^h^v'7 3 : =-;V) - 7-* 1 - [ 2 - ( 4 - 1"^ ]} i?M 

-4- h y 7/Utn^f/V-lH-' f [4, 5-c] 3Vy^ 
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<fX?*S [4, 5-c] ^yj)y-i-^;w) t±yt% K 

(172) 2-7% 7-N- [2- [2- (2-fn JJ/lO - 4 - by 7^0^^ 
-lH-^f^y [4, 5-c] .^/y^-l-^/W] ac^/u] rT5 K 

(173) 1 -7ir9VV-4 - [2- (2-7a=/l—4- h D :7/M*p*?vu- 1 H 
— [4, 5-c] ^7 U^-l-^/W) sc?7V] ^y^y 

(174) 1 - [ 2 - (1 -^^VVW- 4 - f ^ J) vW) rc^/w] - 2 - 7 a 4 

-M;7A/to^f;v-iH-^^/ [4, 5-c] ^f/yy 

(175) 7-7 p p- 2 - (2-fc Kn^'77j=^) -1- [2- (4-f^y v 5 
;V) ^IV\ -4- M)7/WtP^f/V-lH-'f^/ [4, 5-c] 3r7 y 

(176) 7-^PP- 2- (2-7 b3rS/7a~/V) -1- [2- (4-^y^/V) 

-4- h y 7/^p^f/p-iH-^f [4, 5-c] ^yy^ 

(177) 7-7 pp- 2- (3-fc Kp^77i=/V) -1- [2- (4-f^y^ 
/V) m^/U] -4- h y 7/WtO^f^- 1H- ( [4, 5-c] 3r/y 

(178) 7-7pp-2-(3~7 ^V7i=^) -1- [2- (4-tXij^) 
ji^I/] -4-h!)7^B^f;V-lH — [4, 5-c] ^r/y> 

(179) 7-7 p p - 2 - (4-fc Yn^yy^;V) - 1 - [2- (4-fc°^y V s 
/P) ^/U] -4- hy 7/UtP^f/P- 1H — < [4, 5-c] ^r/y 

(180) 7-7PP-2- (4-7 |>dp->7a=/V) -1- [2- ( 4 - tV< V 

jc^-zu] -4-by7/^B^f;u-iH-^f^/ [4, 5-c]^;yy 

(181) 2- (2-fc KpJt77j^/U) -7-7^/W-l- [2- (4-t'^y^ 
/W) ac^/W] -4- hy 7/^n^f^-lH- <$*V [4, 5-c] ^7!) 

(182) 2- (2-7 hdf^7ac=/W) -7-7^-1- [2- (4-tf^y £7/W) 
at^/W] -4- hy 7/^n^f/I/-lH-^^)/ [4, 5-c] ^7^7 
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(183) 2 — ( 3 - t ■KB Jf-v'7i-^) - 7 1 - [2 - (4 - fc-^y ^ 
/V) j^/V] -4-h!J7/^n^f;U-lH— f^/ [4, 5-c] ^7!) 

(184) 2- (3-* Y*i/y^-/V) -7-^^-1- [2- (4-t°^y *?A>) 

-4-h]J7/^n7f;i'-lH-'f^y [4, 5-c] ^/y^ 

(185) 2- (4-t Kn^^7x^) -7-^^VV- 1 - [2- (4-fc^y 
/V) otfyl/] -4 - hf7/UtP^f/V-lH — f [4, 5-c] JJ 
V 

(186) 2- (4-^ h^sSA') - 7 - [2- ( 4 - fcV< U 

-4- h JJ 7/^n^f;l/- 1H— f [4, 5-c] ^!Jy 

*3SWoW?B-JR* ( I ) RXf (II) X*7jki5*i5%i%Lte 1 H — f 5 #9*9 V 

Tvwmiimz&^xn, -mtLx, wm-%&: (i) T^fts-fb^*©* 

*»W-fb-a^O0-©i43fi^«fet b-Ctt, #1¥3- 2 0 6 0 7 8 #<£#Xf* ' 
X h 7^ Kn^ (Tetrahedron) , 5 1*. 5 8 1 31 (1 9 9 5^) tl/T^^l 
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- (183) 2- (3-tf*04^7x-=;H 12- ( 4 — fe'^-y 5? ■-- - 

/V) at^/v] -4 - h!)7;^n^f;V-lH--f^/ [4, 5-c] *VJJ 

(184) 2- (3-* h^sy*-*) -1 -**f-;v-\- [2- ( 4 - tv< U $W 

3^*] -4-F 1 j7/^o^f/l'-lH-f^^ [4, 5-c] dr/y^ 

(185) 2- (4-t Ko^^7i=;l/) -7 1 - [2 - (4-fcV*y ^ 
/V) rc^/W] -4-M)7;^o^f;v-lH-^?^/ [4, 5-c] 3r/U 

(186) 2- (4-^ Y^ f yy^=-jV) - 7-*?-;V- 1 - [2- (4-tf^y ^/V) 
a^/V] - 4 - MJ 7;Vt P > f/V- 1 H-^ [4, 5-c] 3V U V 

*»w©«r«B-jR5*: ( i ) Jkxi (id ^s^iwftftiH-^ ^yyt-y^ 
^mi^m(om-(DWt^mt lxu, »3- 2 0 6 0 7 8#^#x« 

ff7^Kny (Tetrahedron) , 5 1*. 5 8 1 31 (1 9 9 5^) 
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(IX) 



(5£<k R 7 «g^S^tTt J^v^nT/l^/Vg, Eftg^LTfeJ^T 

is 1 fcfc^-ot, -jk* (v) <Dft&m*mmfcm. matt, ***sm:y 

y, n, N-i?^f/u*^A7 5 K^©^^©^T*5V^r4*^PST^!:, or 
2 0 0\3©IW"t?RlSi-*i £K:«fc —#5*; (VI) 0<ffc^£#5 i £ 

ig2i^^tii -jr^ (vii) -?7F£tiZT^yk-m$; (vi) <Dik&®b 
wvRj&zitzzbKX*), -JK5S: (viii) <Djb^Sr#5-t^-et5, 

(VIII) 0te^*&&»#ffiV^*L33B7^8u 

5c&^T?= h p LX, (IX) <Dik<grm&'&Z £ i 5 0 

Ig4 M^Tte, (IX) Ofl5-&*«r»C©— JRA (XI) , (XII) , (XIII) 

Xti (XIV) : 
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OX) 



0£<K R 7 ttg&££^LTk«fcV^v'^PTA'3vvg, m&MZ^l-Xh^'T 
>\ N, N-v?^f ;^;>A7 ^ Kf «^I©^Tfc5VSi»TI^ Ot 

fr<b2 0 o°C(Dmx*£ifc-t%zkK£<9, -%S& (vi) ©fl^W^^t^-e 
i^tc&^Tfi, (vii) -e^^tt^r^ V^-^ (VI) <Dik&®k 

Mm* y *^o&go#£T;^i£#£T^ - i o'c^fj^MIM© 

P^£jS$i£3 ~ <HcJ;?K -JKS (VIII) ^b-a-^^#5il<t^-et^ 0 
XS3K::fc^-ai, (VIII) ^t^^aSffiv^ti55l7c*'fe, 01*. 

5cS«p-e=hn»4:af5cbT^ -fl£5£ (IX) Oft^S:#5iii*T?*5. 

IS4 tC*3VN-C{i, (IX) ©{fc£«3§r&©-iR5*; (XI) , (XII) , (XIII) 

X\* (XIV) : 
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R l C (OR) 3 (XI) 
R 1 COX (XII) 
(R^O) 2 0 (XIII) ; 
R l CO z H (XIV) 



(5S* % Rtt«7/V^r/^^il, X^n^^-Jf^^U R^tMMkmM 

t°yv^, mm* )) ? j*%t<Dmm^ xtrnm, mm, p- 

^ny7/v*^f©^I«Tfe5^li^#ftT, N, N— S^9vv* 
;VJ* T % K, 1, 7F7tKo77y, T-feh^hJJ/V, 

xm4{cft^^5S'Jo^i ut, ms^^x-fls:^ (ix) <r>\^m^(o 

(XV) : 

R'CHO (XV) 

ess*. R'nmm. kmmmzm-r, ) 

X^&tiZib&yob&lZ., 2, 3-^nn-5, 6-^77-1, 4— <^ 

^m<t^(om~<Dm^mt lt«, #hpb6 o - i 2348 8^m^ 

m^£tlT^Z%m^£V&f&X*%Z>l[k<D-$& (XVI) : 




(XVI) 



(sstu r 1 , r 3 , k, RVAm\mmtmmmzm-to ) 
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R 1 C (OR) 



(XI) 



R'COX 



(XII) 



(R^O) 2 0 
R l CO z H 



(XIII). 



(XIV) 



(5^ Rit«T^^S^L N Xl^n^yl^^U R 1 ^^^^ 
^^rt a ) 

^T»£OS-f S^l-iD, -JR* (X) <Pffc^£#5 S 0 
XS4lcftt>S^J^&<!; UT, l|I5Jc:io^T-jilS:5£ (IX) <Dfc&m*Hk<D 
(XV) : 



(5£«K RMitfi^ir^M^^-rc ) 
T'^ftS^^*^ 2, 3-^pb-5, 6-^7^-1, 4— <V 

Lttt, #TO6 0-1 2 3 4 8 8^$g(C 
M**ixTVN5^ifefcJ;»)^-Ct555c©-JK* (XVI) : 



R'CHO 



(XV) 



R 3 -(CH 2 ) kx 




N (XVI) 



(St, R 1 , R 3 , k, ST>*A^{»3i&i:PS««i-c ) 
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*£tizw&mzmvxb£^Mm^mmmmmfc&\,^xB&tz> (ch 2 > k 

•fZ>ZtK£<9s ]k<D-mi£ (XVII) : 

R 3 — (CH 2 )k\ / R 




(XVII) 



o 



R 1 , R 3 , k, 25L^A^fltu^<blHM^*-ro ) 
#^t% (xvii) <Dik&mz, ; h!;yf/^7^i*^ l, 8 

-*JT-f P [5. 4. 0] -Z-^VftyO^T, N, N-v^5vW 
*/>A7^K, fh7tKP77^ ( 1, 1, 

aS-fS^M*!?, R 2 ^^TySi?fc5Bui5-« (i) <7Xb£t>£#5^ 
»B^-fb^(^mH(D^^t urn, swa-«s (v) -ZTfitstizfc&Qs 

<DR 7 AmmmttMz&zbtiftm®*m^x^B-<Dmw?& t mm^m-r 

(XVIII) : 
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f*^5ft^S:, R 3 T^£ti5fi&^£*LTt>J^7$ X&R 3 X 
**H5«»«:*UTt)J:v^«***«»J:i3V^rBt»t-5 (CH 2 ) k 

1, f h7t Kn77^, 1, *9J — 

•r^rtiCilJ, &L<D-%& (XVII) : 



(5^ R\ R 3 , k, ^A^fiHU^tP#«^-to ) 

#cv^\ (xvn) ©<fb<^£, 5/7V by*rA'*s?>'b#K* l, 8 

--^T-fbfi/^P [5. 4. 0] -T-^yftyO^ST, N, N-v^^ 
*^A7^K, Th7tKo77y, 1, 1, 

®S1-5££K:J:!K R 2 ^^ry£-cfc5WSE-^ (I) tf><fb^£#5^i: 
5ifc«st?t5R«>— jRj* (XVIII) : 
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R 3 — (CH 2 )k 




R 



N 



CI 



r 1 , r 3 , k, RVAm\tmfttmnMz$ito ) 

X-TFZtlZlk&Vn&s 7-*mmk&\z* n-^n/V- 

V>T, *$J—iV, ^$j—;v, n-Zfvs*/— ;V, ifky^jja^, 

y 7/^n7tf;vSfo^lS^tt5M^ XttR 3 ^^"t-fiSJ-&^3tf«* 
SSK:*3V^T»S*rs (ch 2 ) k S{ci^L*v^^^±(j:T/w*y^/wS, 

R 3 «^$^7tT5ySXttR 3 ^^t-5 (CH 2 ) k a£KUfr&Lfcv*a[ 
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R 3 ^(CH 2 ) kN / 

I (XVIII) 

o*f\ r 1 , r 3 , k, Rx^Am\mmtmmm^i-o ) 

ffifi&0WT?ia6-r$£fcK:j;lK R^M/i^T 0 MS-C&SKTSB-jRS: (I) © 

N, N-^^f;^M7^ K, i?* fvW^M^S' K, Rife, 
± 9 , R 2 ^^/W<C^^;^X«7j;^^^v'/V'ST-fe5HfrfB-« ( I ) <Dft&® 

gtst^-cBigrrs (ch 2 ) k m^^L^mmm^±^r^ ; << 

T/v=**/$/\stf-;v&, ^y^;uS, h y 7;^P7tf/Hf«I?rf 
#S£JS\ fo^VN«^JiM^^ffiVNfc7K^b^?S^{c J: 9 > HWB-JHS*; ( I ) 

«K R 3 «^^tbfeT^/SXttR 3 ^«1-5 (CH 2 ) k m\Z%i&Vft^m 
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-7-hy^, #y vj»i$<DT/i<jj v&mxft-??**stJ*, tu^v^ 

*SWb£#KJfctt, ^7v^7^i, y^-^y^, /WwyX^ 

3Kes^©iai"c, b 2 o o Pa OTk^jE-cff 5 r t 5„ 

i-57 5y3£T?fc5fl5^«, XteR 3 #$mi-5 (CH 2 ) k *t»^U4v^*JS 
&J&ftN, N-i ^^f/U*;VA7^ K, i&ffc^WV, 7F7tFn777, 
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9 7 — /W, n-/n/V-/V, N, N-^f/W^AT^ K, T^7tFn77 

M)7/^nm p-h/w^y^^vR, m mmmtK m&tLxtt, m 

**Wb£#£j&tt, /^;WyX^ 

aststfowt?, ttJEa»fc 2 o opa OTRmjE-efi 1 ^ - 1 *st?t s 0 

*"$J&VNT$yKt?*)^fc-a^ % XteR^P^tS (CH 2 ) k 2£fOfe*g*Lfc^a[ 

mmmmAm,m*&fot5itz>z.bK£*) , wm-®& en «t>, R 3 ^emx£# 

i-5T^/S-e&5^^ xteR^pgrrs (ch 2 ) k Sfc^u«:v^*j^ 

h/io^, eyv 5 ^, ^ha^y-if^, i, l, 

fcTxttaqWsTfc, o *c^b 2 o o t^ra-ctT 5 - 1 5o 
hy^^-zv^^/v, jhekj; 7x=/^f/v, ^l^o-^/u, iMb^v^/u, 
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LTfi, S5IB-« ( I ) R^T/i^A- 
&1"3 (CH 2 ) k S(c:^U^VN^m^±(cT/v^«X{*^y^/^^Sm 

h y ^^/ur 5 ^, y * i^<D:&a©#£TXtt##£ET^ o «Cd» 5> 2 

fc-g-fc, fc5VN«R 3 ^p^-f-5 ( C H 2 ) kS^jg^L^V^^H^tCT^a^ 

*»Mfl3-&*©HSAo«3t*fefc urn, tuiE-^ (i) <K R ! ^py; 

£4*K fo^f2R 3 ;«£H-5 (CH 2 ) k ll^l/i^i»ll^o^V7 

x*hz>ik&%s*s Pt^^TXv, tf-frr^y, s<W}vt % y^(D&mr 5 
tf-uy, h/^y3f<Dmi&v>ft&TX.}Z#&tET\z, ow^2 0ot©^ 
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-/K ^bp- Y;V3Ly?>)Vfc~j\s, ^(b M n^yir >-x/v ft 

(ch 2 ) k S{c^u*VN^Ji^±{j:T/v^/^x^v^/vS^S^ 

fc5^f±R 3 ^p^-f^ (ch 2 ) t WL!5:v«ll^^V7 
~zhz>fc&m*s WfA7^y, ^f;i/7^y ^y^7?y§o#l7; 

KJtS-t-SiiHU:?), HflE-ASsS (I) R 3 ^*-T7 5 /SJbKTS 
^SXtt7 5;7;^;^/H^fMi LTW«tt^#Kfc5^tt:R 3 ;$^t1- 
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mQ^mmmmmc&^xwm-tz (ch 2 ) k m^^ht^^mM^-±^r 



0 o 




(XXIV) 



igete^-cra, — jRS: (xix) co-fb-a^£~ h * ^SrJBwr, n, n — 

^m^hy^A, ^^y^A, #y?i* tert-y h^rv-K, tK* 
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m^mmmmmm^^xmm-r^ (ch 2 ) k m^^u^^mm^±^r 




(XXIV) 



XS6K1*5V>TW:, -jRA (XIX) <D\k&m*~ hn^ *y$r/|Vvc\ N, N- 
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•fctK (XX) <D4k&®&'&ZZ.b&X-%Z> 0 

iS7fc*5V^tt, -iRsS (XX) <Dfc&tob, &©-jRS; (XXV) Xtt (XXVI) : 
R'COX (XXV) 
(R'CO) 2 0 (XXVI) 

TO£ti£<ffc-a-$>&, hy^^/wr^y, ^^?y i>A^o^^^Tfc-5VN 

#£Tfr5V^##ftT^ Ot^b 2 0 OXxDmxRfci-ZZ. b\z£ *) % -JR 
5£ (XXI) ©fls-g^Sr#5it*s-ct5o 
X^7<DSiJcD^i LT, frCD-mX. (XXVII) : 
R 7 CO z H (XXVII) 

Xtta^^*4WfKHU»tfell, — jRsS: (xx) oik&ysb, b V x-T/vt 5 

!7A^O^O#ftT*>5V>f±^#^T, ^t^^l^y, 1, 2-v 5 * 

iitcfct?, (xxi) ©fls£4fe&#<5 - £ «. 

*3R^jfe^fev>rffiffi$^5*^3i?VBftigtt'fb3at Wctf 
*=.A,, mt^-tV^, ^PD^xf;!/, Ift^P-f/v, 1, 1* 

-JR* (XXI) ©^»©XK:9J©aB&&ife4:UTt4, Ig8Kj3^t, -JR5S; 
(xxn) -c^^ns-fk^Sr, (XXV) , (XXVI) fcSVMi (XXVII) t?^ 

$tb5^^^feH#Lfc^/V4xV^^#:<b*{C % ^cip^M, 1, 2- 
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£ V , (xx) (Dfc&m*'&z> r t &x*% 5 0 

T.%7 \Z.#^X\* S (XX) (DW&mks W-m^ (XXV) XI* (XXVI) : 

R'COX (XXV) 
(R'CO) z O (XXVI) 

X, (XXI) ^b^?r#Si<b^-et6o 
I^OSU^fei LT, #.<D-1B&: (XXVII) : 
R'C0 2 H (XXVII) 

^m^y i7A^o^<^#STfeSv>fi^#S^ ^b^^i^^, 1, 2-i^ 

Zttz.£V, -J« (XXI) cD>ffc^£#3ri:#T-#5„ 
^jOS^fefc&v^-OKffi &fri&i}/i'y$yWRii& / \kMk LTte N ^Jkl«, 

(XXI) CO-fb^OlE^SIJ©^^^ Ut(t XH8K*5^T, -Wi^ 

(xxii) T^ti^-fb-aifc/^ -jrs: (xxv) , (xxvi) fcsvMS (xxvn) 

34 



WO 01/58900 



PCT/JPOl/00816 



^noi^y, N, N-^f/v*M7vK, TF7t Fn77y, TirK 
-hy/u, dr-i/u^, f/i/xyf©iIo#ftTfc5VMi»Tlc, 0°C^b 
2 0 0 o C©KT-^$-ti:T#btl5-^ (XXIII) X^iShZ>fc&m*, Igl 

(XXIV) T^£ft5fc^^<t^#Lfc^fc:, IilOXttllt*5 
VnT, -hn^*V£^-C N N, N-^^f/^/VA7^ K, 

mttir h y ^ a, nil* y # y >7A tart-:/ k, imfci- h y ^a 

^©i£g£>##T\ N, N-^f/V*M75 K, ff7tKP77y, Tir 
®& (V) <Dfc&®%'&% ^b&X% So 

(vii) , (xvi) , (xviii) ~ (xxiv) x^isfr%\£&®n, -m&tt&m-Qth 

50 Wz.\f, Journal of Medicinal Chemistry, 4 0i, 1 7 7 91 (1 9 9 7 
¥) , ^^/V'77 w - , ''^ w -7'f*/l"7*^f/' (Chemical Pharmaceutical 
Bulletin) , 2 4#, 4 3 11 (1 9 7 6#) , isls-ti/X (Synthesis) , 5 0 

51 (1 9 8 0#) , If • f J*—t;\"3rzf • y 9 • tr%x h «J— (The 
Journal of Organic Chemistry) , 5 0#, 1 2 4 61 (1 9 8 5^) , 

7VV • ^-7" • ^T - o f-^ i^y^^ ♦ -7" ^ * h y — (Journal of Heterocyclic 
Chemistry) , 2 1f, 1 3 4 51 (1 9 8 4#0 ^K|l^£tl/T& <9 , ZfobK 

##08 £ U-CfS®L7c 0 
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-by*, iri/u^, wi^^cD&&©#&Tfc3v^##£Tfcx ot:a»e> 

2 0 0°CWF^-C^$i±r#^tl5-« (XXIII) ^S*LM:£fc«\ x@i 

-jKS: (XXIV) ^SftSfc^fc^tfSfcLfc&l^ IS1 OXIil 1 Icfc 

K, 7f7tKn77V, T-feh^hy/V, b/nc^©^cfj x h 
y!7A, ^m^y^^, 7^y!7i» tert-:7*h=Sfv'K, tK*^ h y !7 A4f©aU£ 

©#£t\ o^d^»«©a«Effl«©w-esiS^5rilc«fc t) % (xxi) 
$m~r b y * a, &Hfc* y ? a, ■ * y 17 a tert-y K, Tkm^ h y -7 a 

f©M©^T, N, N-^f/i/*/^7^ K, fh7tKo77y, T-fe 

jRS; (v) ©-fk^Sr^^t^-cts. 

(vii) , (xvi) , (xviii) ~ (xxiv) x^^ti^it^-mts -UV&afc&Voxh 

50 ^Jx.ffx Journal of Medicinal Chemistry, 4 0|, 1 7 7 91 (1 9 9 7 
¥) , 7^/1" 7j^^a , -7^/l' • 7*l/f y (Chemical Pharmaceutical 
Bulletin) , 2 4%, 4 3 11 (1 9 7 6^) , istti/X (Synthesis) , 5 0 

51 (1 9 8 0*p) , if • v^— Or? • • >r%* b 9 — (The 
Journal of Organic Chemistry) , 50 1 24 61 (1 9 8 5^) , i^t" 
"7VV • • ^.-r P -y--^ 7!)77 '^^hy — (Journal of Heterocyclic 
Chemistry), 2 1 #, 1 3 4 5 H ( 1 9 8 4f) *?fciB* $ tfC*5 ?) % b K 
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-f*m. t/vn^r k-^, &mmi<km, ^ttxyfvb-f^, 

mm-wt^ ( i ) xf± (id i?***b5«f*fe i h— ? *v tr y v^st**^ 
an, 4m m«fion, iti, mi, ^nym k?^^^, asanas 

^^/Mn-^thy^A, *n*#trKV$S?) , Jfe^J (fc Kndpi/^nf/w 
t Kodrv//D fcVM^/Hr/VP — #y f~/ut°n y , 

$7k-m4ktr<<m, mmm?ktr4M, ^t^/^o^) , a-^^aj (t 
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h®^) , t wi-^-ttm r h f-tt&jt^. mm®, m 

7*ffi, t/^/f K-^, «tt«fl5ffi, it^UrvF-^, #3Ste& 

stna— «ss ( i ) x« (id T^tistmft i H—r 5: *vt°y itymmfc, 

m, mm, mvm, mmi mm, ^y-m, m»/p?m 
q&#§^ fc^ttajwa, ^j, mm\, m&m, mxm, mm, k$l 

-fc/un— t Kn^v'/DtV^f/wt/vn^, #ytf~/H?nJJ K^), 

^TfcziiMb^*, @S0i7k^m, ^t^o^) , (t 
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M*.&. m%mA<Dm&s -Bitut, gp^o. l-iooomggs, 

*llPS4-eo. 0 1~5 0 Omgm^^l B ll§IXtt#|Elfc$HtT##?-5r.^ 
ti n ti e> ^iKc PS£ $ ti 5 <d t?|4 ft v \ 

**<DlfcS&ti*ft^h/fc©S!*&£1-. Ph : 7 = ^^, Boc : tert-7 h ^ 
^/M^/l^, Me : ^^-/WS, Et : ^f-/^ 0 

2' -T5/-4' -^nn-2-^fn7tb7xyy 
7-^nn-2H-3, 4-lH-^yi4. 
4 g©^f/^*^i/Kl 2 Oml*»fc, »!)!>A20. 1 g&tf-h 
D^^yi5. 7 ml SriP X.T 4 0 °CT* 2 4 #!8Hi# Ufc Q BJ&t&&toK~ ho^ 

8ml &iiADLT35fc:4 0^C-C2 4«P|BISWbfc. 
1 0 %ItSriPx.T p H 5 tcMEtL ^fv^-x/l^Q^T^^^U 
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iffjJAoH^, -Bfttt, gPt^T'O. l-lOOOmggE 
^SPS4fO. 0 1-50 OmgS&Srl 0 1 HIXH:»lfiI^»tTS-^1-5 - t 

mmm 

**OIMSW:-C:tU'?*tft©**«:*-**. Ph : Boc : tert-^h^ 

^7/VzJ?-;VS, Me : * ^/Vg, Et : ^^/^ 0 

2' -T5/-4' -^op-2-=:ha7tf7i;y 
7-^na-2H-3, 1 —^VSttWy- 2 , 4-lH-^14. 
4g©^f/MM^Kl 2 Oml^lC, TOU!?A2 0. 1 gX^h 
P^^yi5. 71111^^4 0^2 4 Ufc„ RJ^iS-a^^^ h n ^ 

* y 8 ml £iB#D Ltllt 4 0 "CC 2 4 *|R]ft# Lfc„ KJ»jfrfr*Sr**«f K&^> 
1 Q%mm*Mx.X p H 5 tPfiE^^^^^^x/wSrSP^-C^ffi^lSrttsfeU, 
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n-^7?y (1 : 1) Sr»ttJ«S*Ei:tfc^y*^*7A^o^h^7 7>f^-T?- 

»»^A'i:^y^citr^—7 i ^/©ia*^e»ififeftbr, iMi 3 i~i 3 

TtMfrffi^. C 8 H 7 C 1 N 2 0 3 
III C, 44.77; H, 3.29; N, 13.05 

mmm. c, 44.73; h, 3.27; n, 12.99 

1 O^fifeKl^o t\ 2-4 (Dik&mZmtCo 

2' — T 5; y — 4 ' 2-= hnT-fe- b^aiy ^ 

fist* &3l»6*Mfci& 

S^i^lt B»*^/u- *MV7n \£ A* 
HkJ#C 117~118°C 
7G*4HJH&I C 8 H 7 FN 2 0 3 

MUM C, 48.49; H, 3.56; N, 14.14 

^•Ntt C, 48.71; H, 3.68; N, 14.20 

##013 

2' -T5 / -4 ' -^f/U-2--hP7tF7x/y 

w^mm mn^*- ^y/o tvu^— 

1R£ 9 6~9 7°C 
55*#$H£ C 9 H l0 N 2 O 3 

1^1 C, 55.67; H, 5.19; N, 14.43 

H^iit C, 55.69; H, 5.04; N, 14.42 
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TOtTt^ *m y 7°p t>x^-- r/^r-gfc# l-c 7 . o 1 g <Dnn&&£k*mc 0 

m&^^t^J y^ntV^-x/VO^^^S^bT, Ml 3 1~1 3 

Tc^^-Wjit C 8 H 7 C 1 N 2 O s 
SH C, 44.77; H, 3.29; N, 13.05 
C, 44.73; H, 3.27; N, 12.99 

###|2 

2' -75 / — 4 ' -yjv^rn- 2-~ hn7t h7aiy y 

jUl^ 117~118°C 
Tumftftm C 8 H 7 FN 2 0 3 

Mttrit C, 48.49; H, 3.56; N, 14.14 

mWUfe C, 48.71; H, 3.68; N, 14.20 



2' -7"^ y -4 ' -^f^-2-=hP7th7s/y 

]Rj& 9 6~9 7°C 

5c*^*ftt C 9 H 10 N 2 O 3 

WM& C, 55.67 ; H, 5.19; N, 14.43 

M^W C, 55.69; H, 5.04; N, 14.42 



:##!3 
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Bk^t ioo~ioit 

TC^^iE C 9 H, 0 N 2 O 3 
!Ktt C, 55.67 ; H, 5.19; N, 14.43 
0t!§MI C, 55.67 ; H, 5.07; N, 14.43 

mm 5 

2' -7$/-2-= hcrTi? h^zc/ i/7. 6 5 g h/W;c;/5 Oml H« 
UIO. 7 g ©}&$feg,II£#fc 0 

NMR7^^ h/V 6 (CDCl 3 )ppm : 5. 96 (2H, s), 7. 36 (1H, t, J=8Hz), 7. 68 (1H, d, J=8 
Hz) , 7. 79 (1H, t, J=8Hz) , 8. 80 (1H, d, J=8Hz) , 12. 14 (1H, brs) 
I R^^^ h/V v (KBr)cnf 1 : 1734, 1680 
h/Vm/z : 276 (kf) 

2' - H^yy/PT^y) -2--hD7tf7x;y 
2-7x^/l/-4H-3, 1— «yWtv'y-4-^y5. 7 2g, 
#y?A4. 96g, - huy>?V2. lml M^^f/^/^ d f'>'K2 9 ml 

o^-a-^^, ssta-e3i*raa^ufco mm^^ztoTttc 
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###!)4 

2' -75 7-3' -^f;v-2--fn7tb7xyy 

w%&mt wm^fr- *Mv-fv tvu^-^/p 

®!;& 100~101t 
553(f^*ftt C 9 H 10 N 2 O 3 

3flMK C, 55.67; H, 5.19; N, 14.43 

HMt C, 55.67; H, 5.07; N, 14.43 

2-=ha-2' - (MJ7/U*o7tf^7$y) 7tf7i/y 
2' -7^;-2-=fn7th7i;y7. 6 5 g<£> h/U^y 5 Oral 

LTIO. 7 g ©gaifeifefi £#fc„ 

NMR7^ h/W 5 (CDCl 3 )ppm : 5. 96 (2H, s), 7. 36 (1H, t, J=8Hz), 7. 68(1H, d, J=8 
Hz) , 7. 79 (1H, t, J=8Hz) , 8. 80 (1H, d, J=8Hz) , 12. 14 (1H, brs) 
I b/V v (KBr)cnf 1 : 1734, 1680 

^XX^? h/Vm/z : 276 (if) 

mm e 

2' - Hy^^^y) -2-=. hP7t b7i;y 

2-7x^-4H-3, l-^ymt^-4-ty5. 7 2g, 
#y?A4. 96g, - hPy^V2. lml RX* S^fvW*/W* K 2 9ml 
(Dm&®*, M"T*3l*|IH*#Lfc. £J»£7k*i£&f\ »ila:^SrJP*.fc 
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NMR^^ h/U S (CDCl 3 )ppm : 6.00(2H, s), 7. 21 (1H, t, J=7Hz) , 

7. 54 (2H, t, J=7Hz) , 7. 59 (2H, t, J=8Hz) , 7. 75 (1H, t, J=8Hz) , 8. 05 (2H, d, J=7Hz) , 

9. 09 (1H, d, J=8Hz) , 12. 08 (1H, brs) 

IR7^F;l/ v (KBr)cnf 1 : 3312, 1692, 1668, 1590, 1306 
h/Vm/z : 284(lf) 

m^m 5 xfe 6 «^ot, 7 ~ 1 4 <Dik&m*mco 
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7k^^^^-r-jii»^LT, 5. 9 4 gomm&ftiMiZmco 

NMR^^^ h/U 5 (CDCl 3 )ppm : 6. 00(2H, s), 7. 21(1H, t, J=7Hz), 

7. 54 (2H, t, J=7Hz) , 7. 59 (2H, t, J=8Hz) , 7. 75 (1H, t, J=8Hz) , 8. 05 (2H, d, J=7Hz) , 

9. 09 (1H, d, J=8Hz) , 12. 08 (1H, brs) 

I R^^^ h/V v (KBr)cnf 1 : 3312, 1692, 1668, 1590, 1306 
•v**^ W^m/z : 284(if) 

mnm sx« 6 o^stiot, 0mm 7 ~ 1 4 <Di^m^ntc 0 
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##0S 






7 


O 

Ul N=< °« 

CF 3 


NMR 5 (CDCI 3 )ppm^L32(3H r s) i 5.48(1 H. 

brs),6.81 (1 H,d, J=8Hz),7.35(1 H,dd, J=8,2Hz),7.7 

3(1H,d.J=2Hz) 

IR Z/(KBr) cm H :3352,1738 

MS m/z:289(MM) 


8 


0 

C ,^^^ NHC0CF3 


&ft&3Si^(AcOEtHso-Pr 2 0) 

mp, 152-153°C 

5cMf ##HS C 10 H 6 CIF 3 N 2 O 4 
Mmfe C, 38.67; H, 1.95; N, 9.02 
USSffi C, 38.84; H, 1.97; N, 8.98 


9 


0 

>V ^N0 2 


&iSfe£WS(iso--Pr 2 0) 
mp, 129-130°C 

MBM C, 40.83; H, 2.06; N f 9.52 
USUI C f 40.79; H f 2.10; N, 9.58 


10 


0 

Me^^^NHCOCF 3 


^fe3Sra(AcOEt-iso-Pr 2 0) 
mp, 161-162°C 
7C^»«ffit C n H 9 F 3 N 2 0 4 
Slrafii C, 45.53; H, 3.13; N, 9.65 
C, 45.53; H, 3.05; N, 9.77 


1 1 


O 

y^NHCOCF 3 
Me 


Slfe^ro(AcOElHso"-Pr 2 0) 
mp, 131.5-133°C 

SUfil C, 45.53; H. 3.13; N, 9.65 
HHfit C, 45.55; H, 3.07; N, 9.61 


12 


0 

^Anhco— <| 


&$£&JI(AcOElHso-Pr 2 0) 
mp, 1 39.5-1 40.5°C 
:rc^##ffll C 12 H 12 N 2 0 4 
atifll C, 58.06; H, 4.87; N. 11.29 
C. 57.99; H, 4.89; N. 1 1 .32 


13 


0 

kA NHC0 _^ 

V J 


*Sfel&tM*.I.<MeOH) 
mp. 1 96.5-1 98.5t(#ffi) 
TC^^fiflS C 13 H, 0 N 2 0 s 
SUfil C. 56.94; H. 3.68; N, 10.22 

^gfc/ffi O Sfi QR- W 1 7R- M in 9*5 
:^h£*ULLi v/, OO.cJO, rl, O./D, PI, 


14 


0 


mp, 1 76.5-1 77°C($Hg) 

5tm#tiiW. C 13 H l0 N 2 O 4 S 
ill C, 53.79; H, 3.47; N. 9.65 
III C. 53.71; H, 3.55; N, 9.61 
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7 


o 

CF 3 


NMR 5 (CDC!3)ppm^32(3H.s),5.48(1 H, 

brs),6.81 (1 H,d f J=8Hz),7.35(1 H,dd,J=8,2Hz),7.7 

3(1H,d.J=2Hz) 

IR f(KBr) Gfn u 3Z5ZMZZ 

MS m/z:289(M+-1) 


8 


O 

CI^^^NHCOCFa 


&Hfcl£ii!(AcOEtHso-Pr 2 0) 

mp, 152-153°C 

5c^##rfil C 10 H 6 CIF 3 N 2 O 4 
Sira® C f 38.67; H, 1.95; N. 9.02 
HS£^ C, 38.84; H. 1.97; N f 8.98 


9 


0 

Jl NO? 


^fefWS(iso-Pr 2 0) 
mp, 129-130°C 

Slra® G, 40.83; H, 2.06; N, 9.52 
USUI C, 40.79; H, 2.10; N, 9.58 


10 


O 

Me-^^^NHCOCFa 


fefe$g^(AcOElHso-Pr 2 0) 
mp, 161-162°C 

Slifil C, 45.53; H. 3.13; N, 9.65 
HiHt C, 45.53; H. 3.05; N f 9.77 


1 1 


O 

y^^NHCOCF 3 
Me 


&fi^|l(AcOEtHso-Pr 2 0) 
mp, 131.5-133°C 

Sirafil C, 45.53; H, 3.13; N, 9.65 
UK!! C, 45.55; H, 3.07; N, 9.61 


12 


0 

^^NHCO-<] 


$S-fe&JI(AcOE1Hso-Pr 2 0) 

mp, 1 39.5-1 40.5°C 

5nf^##ffil C 12 H 12 N 2 0« 
SUfil C, 58.06; H. 4.87; N. 11.29 
USUI C. 57.99; H, 4.89; N. 1 1 .32 


13 


0 

\! J 


&&tt*H*£<MeOH) 
mp, 1 96.5-1 98.5°C(#ff) 
7cfSt##f<fi C„H w N 2 0 5 
Slrafil C, 56.94; H. 3.68; N. 10.22 

^t?Kfelr£ r* QR- U 1 7K- m in OR ' 
^5X113. U, 00.90, M v O./O, IM, IU.ZO 


14 


O 


&3tfelS&<MeOH) 

mp, 1 76.5-1 77°C(*H$) 

7C^»flf fit C 13 H l0 N 2 O 4 S 
Slrafil C, 53.79; H, 3.47; N, 9.65 
USUI C, 53.71 ; H. 3.55; N. 9.61 
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###J 15 

2-^hn-2' - ( MJ 7^to7tW5 /) 7th7xyyiO. 5 
gR04-^f;V'7 5y try S?>5. 5 7 gOr h7t Ko75V8 Oral 
5:30 ^PflJl^ bfce RfoU-ermZ-TkZMx., 1 0 %^^Ox.T p H 1 fcflSI 

5 0 g^fef H £#7c 0 «^^/^^^^LT, #W2 4 5~2 5 4t© 

7clf##Hi: C lfl H 5 F a N 2 O s 
HW C, 46.53;H, 1.95 ; N, 10.85 
HRIt C, 46.40 ; H, 2.12 ; N, 10.95 

###| 1 5 CD^fef^oT, 16-24 tfMb^fcftfc. 
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5 

3-^hn-2-hy •7Mu*^;U-4-*/ V J ' — 

2-~hn-2' - (h!/7^o7W75/) 7th7iyvi0. 5 
g 4 - ^ fVUT 5; y t° U i?>5. 5 7 g©rh7t KP77V8 0ml 
£30 ^-WSJfS Lfco ^^^(-tR^Px., 1 0 %^^Px.T pHl {CpS 

C 10 H 6 F 3 N 2 O s 
111 C, 46.53;H, 1.95 ; N, 10.85 
^^-fji: C, 46. 40 ; H, 2. 12 ; N, 10. 95 

##03 1 5 ©^gsfc^oT, 16-24 (Dfc&mZmCo 
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OH 


r9 A 





R 10 





R 8 


R 9 


R'° 




16 


Me 


H 


H 


mtife^^(EtOH-AcOEt) 
mp.264-266.5°C(#^) 
5c^«fiIC u H 7 F 3 N 2 03 
Misfit C. 48.54; H, 2.59; N, 10.29 
C. 48.53; H. 2.78; N. 10.39 


17 


H 


CI 


H 


&-&IS&(AcOEt) 
mp. 237-249t(#H) 
7cB^Vf fit C^CIFaNaOa 
Sltfit C. 41.05; H, 1.38; N, 9.57 
HS&fit C. 40.94; H, 1.46; N, 9.52 


18 


H 


F 


H 


Bfcgfe«ttiH(AcOEtHso-Pr 2 0) 

mp. 270-273°C(#S?) 

7C^##f fit C, 0 H 4 F 4 N iS O, 
aHfil C, 43.49; H, 1.46; N, 10.14 
HHfii C. 43.61; H. 1.67; N, 10.28 


19 


H 


Me 


H 


&3t*afefS&(AcOEt) 
mp. 222-224°C(#H) 
TC^flffitCnHrFjN^ 
311111 C. 48.54; H. 2.59; N. 10.29 

mmm c. 48.58.- h. 2.6i : n. 10.35 


20 


H 


H 


Me 


3tfe&ire(n-HeptaneHso-Pr 2 0) 

mp. 156-157°C 

5c^^«ffitC n H 7 F3N 2 0 3 
gtlafit C, 48.54; H, 2.59; N, 10.29 
Unfit C. 48.82; H, 2.76; N. 10.37 
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OH 






R 8 


R 9 






16 


Me 


H 


H 


St*ife*£.a(EtOH-AcOEt) 

mp.264-266.5°C 

TtmfttiT 11 C t1 H 7 F 3 N 2 0 3 
3111® C. 48.54; H. 2.59; N, 10.29 
USSfil C, 48.53; H. 2.78; N, 10.39 


17 


H 


CI 


H 


mp, 237-249°C(#¥) 

S^ii C, 41.05; H. 1.38; N, 9.57 
H&fil C. 40.94; H. 1.46; N, 9.52 


18 


H 


F 


H 


gtftfe&tfca(AcOEtHso-Pr 2 0) 

mp. 270-273°C(#f&?) 

7C^t#*T fit C lo H 4 F 4 N 2 0 3 
Slili C, 43.49; H. 1.46; N, 10.14 
USHS C. 43.61; H. 1.67; N. 10.28 


19 


H 


Me 


H 


SJH^feiSBKAcOEt) 

mp, 222-224°C(#H) 

7G^#«r<tC„H 7 F 3 N 2 0 3 
WmW. C 48.54; H. 2.59; N, 10.29 
USUI C. 48.58; H, 2.61; N, 10.35 


20 


H 


H 


Me 


Hfe$nll(n-HeptaneHso-FT 2 0) 

mp, 156-157°C 

TcSfl-firfitC^F^O, 
SUfil C. 48.54; H, 2.59; N, 10.29 
HHfil C. 48.82; H, 2.76; N, 10.37 
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OH 






-R 2 




21 




St*i£$§&(MeOH) 
mp. 300°Cjy.± 

7tBft$rW c u h, 0 n 2 o 3 

St&fil C. 62.60; H, 4.38; N. 12.17 
HlfcfiS C. 62.48; H. 4.47; N. 12.14 


22 


-Ph 


»ftfe$Sa<MeOH) 
mp, 300°C£l± 
7cff##r fit C JS H 10 N z O 3 
Slifil C. 67.67; H. 3.79; N, 10.52 
C. 67.44; H. 3.88; N, 10.44 


23 


^> 


Slfe^S(MeOH) 

mp, 300°CJJl± 

Tcmfttir fit C 13 H B N 2 0 4 
&8fctt C, 60.94; H, 3.15; N, 10.93 
USSfit C, 61.00; H. 3.29; N, 10.91 


24 




mp, 300tKl± 

7cMft1fiB. C, 3 H 8 N 2 0 3 S 
SiSfil C. 57.35; H, 2.96; N, 1029 
H&fit C, 57.27; H, 3.13; N, 10.23 
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OH 






-R 2 




21 


V 


IHlfelS.KMeOH) 

mp, 300°C)*l± 

5c^^*f B. C 12 H, 0 N 2 O 3 
Sfifil C. 62.60; H, 4.38; N, 12.17 
Hi^g C, 62.48; H, 4.47; N, 12.14 


22 


-Ph 


^SifeSS(MeOH) 

mp, 300°C£l± 

7G*#«rfiI C 15 H 10 N 2 O 3 
SlUt C, 67.67; H, 3.79; N, 10.52 
H&fi C, 67.44; H, 3.88; N, 10.44 


23 




3t£f£S(MeOH) 
mp, 300°CJ9l± 

TcmMfr ft c 13 h 8 n 2 o 4 

SHH C, 60.94; H, 3.15; N, 10.93 
SlUfS C, 61.00; H, 3.29; N, 10.91 


24 




mp, 300°CJit± 

7tmMfrM C n HafeO»S 
Siifii C, 57.35; H. 2.96; N, 10.29 
Unfile, 57.27; H, 3.13; N, 10JZ3 
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4-^pp-3 — =. hv- 2- h y 7 wtn^ ^vi^/ y y 

3-=fn-2- h y 77^P^^/V-4-=3r/ !)y-/H 2. 6 gMt=^ 

s^awu y ^ 5 omi ?>?ii-a-t>£ ioott*2 Lfc 0 im'&Kfom&®*7k 

im-m^xmim^, m&mmmzm£Ltc 0 ^^ n -^^y«tt 
i2. 6 g (Dmm&fa&zmco n-^^^^ifeut, n^i 1 9~i 2 

TcSf^flHl: C l0 H 4 C 1 F 3 N 2 0 2 
IH C, 43.42 ; H, 1.46 ; N, 10. 13 
III C, 43. 32 ; H, 1.63 ; N, 10. 16 

2 5 O^Ctot, m^ffl 2 6-3 4 Oft-g^£#fc 0 
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##^12 5 

4 od-3 - = hn- 2- h y 7/M"n^ 5vV^r/ y :/ 

3-=hn-2-hy 7/^P^^/v-4-^y y /n 2. 6 g&tf;*-^ 

>sm.fcV^5 0 ml <D%%m-k 1 0 O^T^B^^Lfc, &M&J&2Il^£7l< 

1 2. 6gO«feg|» n-A^^^feUt, Ml 1 9-1 2 

7nSf##Hf C 10 H 4 C 1 F 3 N 2 0 2 
SUfiS C, 43. 42 ; H, 1. 46 ; N, 10. 13 
IRtt C, 43.32 ; H, 1.63 ; N, 10. 16 

2 5 ©#fe«o T, 2 6-3 4 <D\\&m*'&K-« 
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CI 






dQ 
K 


r>9 


R 




26 


Me 


H 


H 


&Stfe@ll(n-Heptane) 
mp, 108.5-1 09.5°C 
7C^»«ffS C„H 6 CIF 3 N 2 0 2 
aiili C, 45.46; H. 2.08; N, 9.64 

mmm c. 45.27; h. 2.22; n. 9.52 


27 


H 


CI 


H 


&Hfe$tttJI(n-Heptane) 

mp. 91-91. 5t 

TcMfttirlB. C )0 HjCIjF 3 N z O 2 
aifflfi C. 38.61; H, 0.97; N, 9.01 
USHI C. 38.85; H, 1.19; N, 9.07 


28 


H 


F 


H 


j&Sf fetW w(rr-Heptane) 
mp, 52-53t 

5c^»*f H C 10 H 3 CIF 4 N 2 O 2 
aiU£ C. 40.77; H. 1.03; N. 9.51 
HSIfil C. 40.60; H, 128; N, 9.55 


29 


H 


Me 


H 


2i-fe&ra(n-Heptane) 
mp, 1 10.5-1 11.5°C 
Tum-fttiiB. C 1 ,H 6 CIF 3 N 2 O z 

aim c, 45.46; h. 2.08; n, 9.64 

C. 45.32; H. 222; N, 9.60 


30 


H 


H 


Me 


&H&tH£ ll(n-Heptane) 

mp, 128-129°C 

7tmfttiiM C n H s CIF 3 MA 
aiHi C, 45.46; H, 2.08; N, 9.64 
HiUS C. 45.34; H. 2^8; N, 9.63 
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CI 




##09 


R 8 


R 9 


R 10 




26 


Me 


H 


H 


3£StfeSH(n-Heptane) 

mp, 108.5-109.5°C 

TtmMftm CnHsCIFaNiOj 
Slfflfi C. 45.48; H. 2.08: N. 9.64 
HSfcfil C, 45.27; H, 2.22; N, 9.52 


27 


H 


CI 


H 


&Hfe£WJI(n-Heptane) 

mp. 91-91.5t 

TtmMJi fit C 10 H 3 CI 2 F 3 N 2 0 2 
MmB. C. 38.61; H, 0.97; N, 9.01 
HS&fil C. 38.85; H, 1.19; N, 9.07 


28 


H 


F 


H 


^StfetWraCrr-Heptane) 
mp, 52-53t 

7cfd##f fit C 10 H,CIF 4 N 2 O z 
Slraftl C. 40.77; H, 1.03; N. 9.51 
ftHfit C. 40.60; H, 1.28; N. 9.55 


29 


H 


Me 


H 


BfiSiHGt-Heptane) 
mp. 110.5-1 11. 5°C 

Sifflfi C. 45.46; H. 2.08; N, 9.64 
HS&fil C. 45.32; H. 2.22; N. 9.60 


30 


H 


H 


Me 


^RfetH^IKn-Heptane) 

mp. 128-129°C 

5u^#*T fit CnHsCIFaNA 
WaaM C. 45.46; H. 2.08; N. 9.64 
Uglfit C. 45.34; H, 2.28; N, 9.63 
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N R 





-R 2 




31 




^•fel§Jii(n-Heptane) 
mp.116-117°C 
7E^t##HS C 12 H 9 CIN 2 0 2 

C. 57.96; H. 3.65; N, 11.27 
Itl C, 57.94; H. 3.76; N, 11.28 


32 


-Ph 


H-S^jXA^JICAcOEt-n-Heptane) 
mp,149.5-151°C 

Sttfil C. 63.28; H. 3.19; N. 9.84 
Uttii C, 63.03; H, 3.38; N, 9.81 


33 




2fe?ife^^(iso-Pr 2 0) 

mp.143.5-144.5°C 

TE^tttflrlg C, 3 H 7 CIN 2 0, 
SiHI C, 56.85; H, 2.57; N. 10.20 
USSfg C, 56.69; H. 2.76; N, 10.11 


34 




*lfe$§^(iso-Pr 2 0) 

mp,105-107°C 

Tcftftff It C.jHjCIN^S 
Strait C, 53.71; H, 2.43; N. 9.64 
USUI C. 53.76; H, 2.61; N. 9.58 
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WO 01/58900 

CI 





-R 2 




31 




3ife$nl|(n--Heptane) 

mp,116-117°C 

7C^#*T E C t2 H 9 CIN t 0 2 
a^fi C, 57.96; H. 3.65; N. 11.27 
HSMS C. 57.94; H. 3.76; N, 11.28 


32 


-Ph 


iSfi^'MAtfJICAcOE^n-Heptane) 

mp,1 49.5-1 51 "C 

Ttmftffi fit 0,5^01^0:5 
S^fil C. 6358; H, 3.19; N, 9.84 
HiUH C. 63.03; H, 3.38; N, 9.81 


33 




8tfife$S&(iso-Pr 2 0) 
mp.143.5-144.5°C 
7C$kft1ft M C 13 H 7 CIN z 0 3 

C. 56.85; H. 2.57; N, 1050 
H&te C. 56.69; H, 2.76; N, 10.11 


34 




HfefSUGso-PriO) 
mp.105-107°C 

TC^^flfECjaHTCINiOaS ! 
ami C. 53.71; H, 2.43; N, 9.64 
HSSfit C. 53.76; H, 2.61; N, 9.58 
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3 5 ■ 

oi^y-3-^h^^/U7)?^/V-8-T1ffc*i/^P [3. 2. 1] irlr$ls 
- 8 tert-^^ 
^*y-8-T-f \fi/?V [3. 2. 1] ^^-3-#/V#>^^l 

0 . 3 g(D^ & y —As 3 0 ml m&K, Tk^mWT, ~mfcV tert-^/V 1 3 . 
5 g <D* $ / 0 ml &»^T U MT? 1 . 5 &mmW Lfc„ 

fg* LT, mm&Mft 1 6 . 0 g £#fc 0 

NMR^^^ h/U 5 (CDCl 3 ) P pm : 1. 24(3H, t, J=7. 5Hz), 1. 47(9H, s), 

1. 58-1. 77 (4H, m) , 1. 79-2. 06 (4H, m) , 2. 75-2. 84 (1H, m) , 4. 11 (2H, q,. J=7. 5Hz) , 

4.13-4.37(2H,m) 

1 Y/U v (liq. Jem" 1 : 1736, 1698 
###J3 6 

KP^^^-8-Tlftfv^P [3. 2. 1]^*^- 
8 -$/Vtfy& tert-^^-ZU 

^^ry-3-^h^ri/^^=/V-8-riftf^^n [3. 2. 1] *9 9^ 
-8 -^/M^^tert-^/Ul 5. 8g©Th7t Kn77^6 5 ml 
Tkmikfrt^li- h V £i»6. 3 0g^PXL, j^-C^Mtg^TM*/-/^ 0 ml 
^7h7t Kb 77y4 Oml ©JS^»jKSr«Tbfc 0 IfitllWI^ 

NMR^^^ h/W 5 (CDCl 3 )ppm : 1. 29-1. 78 (7H, m), 1. 46 (9H, s), 
1. 88-2. 13 (3H, m) , 3. 44 (2H, brs) , 4. 12-4. 35 (2H, ra) 
I R*s<? YjV v (liq.)cnf 1 : 1696 

###|3 7 
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##003 5 

b*f*A'tf=-/l'-8-T'9 ! n [3. 2. 1] 
- 8 -^/U#VMtert-^^/k 
^*y-8-T1ftfv'^P [3. 2. 1] ^*>-3-;*7/l^>^c?vUl 

0 . 3 g <D* ? J 3 0 ml JgJfcK:, *ft«#T» -£eHfti> tert-^/V 1 3 . 
5 g * J *-/V4 0 ml »«S:«T U £ffiT? 1 . 5 B#|HI«# Lfc. KJfc&»|J| 

LT, 1 6 . 0 g £#fc„ 

NMR^^ YjV 8 (CDCl 3 )ppm : 1. 24(3H, t, J=7. 5Hz), 1. 47 (9H, s), 
1. 58-1. 77 (4H, m) , 1. 79-2. 06 (4H, m) , 2. 75-2. 84 (1H, m) , 4. 11 (2H, q, J=7. 5Hz) , 
4. 13-4. 37(2H,m) 

1 R^^^ h/^ v (liq. )cm _1 : 1736, 1698 

3 6 

oc^y-3-fc KP^i/^5vV-8-T1f tfi/^P [3. 2. 1] jrjrfy- 

^^y-3-^h^^/^^-8-T1f tfv^o [3. 2. 1] 
-8-*/U#^B6tert-^/H 5. 8 gOfh7t Kn7?y6 5 ml 

*3frfk#*§&-7- M !?A6. sog^inx., &v>-cgi&$#-M ^y-/W4 0ml 

tff7t Fn77y4 0mlOMMTLfco gmT?llfe*#«, M£ 

fl&7km«£W*bT, £Sfete?3«13. 3g£#fc e 
NMR7^ h/k 5 (CDCl 3 )ppm : 1. 29-1. 78(7H, m), 1. 46(9H, s), 
1. 88-2. 13 (3H, m) , 3. 44 (2H, brs) , 4. 12-4. 35 (2H, m) 
IR^^yWl' -v (liq.)cnf 1 : 1696 

###| 3 7 
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zz* y - 3 - (y * >.X/V*-7W;3-:3r>-y. fyi>) - 8 - T if fcf^ n [ 3 . 2 . 

KP^^^-8-T1f IfS/^o [3. 2. 1] 
8-^7/U^^tert-y^/H 4. 6 gOf h7t Ko77^6 Oilj&S^ 7k 

?M*#T\ byxf/vj^yio. 0ml &jbO?U &K:&tey *y*;MwV4. 

9ml©Th7tKP77Vl 0Bl»»Sr»TU 2 0«^#Lfc o 

NMR^^ h/W 5 (CDCl 3 )ppm : 1. 36-1. 71(6H,m), 1. 47 (9H, s), 

1. 92-2. 06 (2H, m) , 2. 25-2. 37 (1H, m) , 2. 99 (3H, s) , 4. 00 (2H, d, J=6. 5Hz) , 

4. 15-4. 35(2H,m) 

I R7>^ h/V v (liq.)cnf 1 : 1692 
###J 3 8 

-i/TJ* f-jV- 8-T-f [3. 2. 1] ^^-8- 

^*y-3- (y fyxfrifr~n'ir**s*?'A,) - 8 -Tif tfs^ p [3. 2. 

1] ;f^*i'-8-;&/l'Jj?^fife tert-y^/H 9. 1 g©^^f/^/^^i/K 
9 Oml^fc, i/rWkthy 3 0 gRTfiB Mki-hV »7AO. 90g 

4. 3g£#fc 0 

NMR V )\> 8 (CDCI3) ppm : 1. 39-1. 79 (6H, m) , 1. 47 (9H, s) , 

1. 90-2. 07 (2H, m) , 2. 15-2. 32 (3H, m) , 4. 13-4. 37 (2H, m) 
IRXs<? h/ls v (liq. )cm _1 : 2248, 1694 

3 9 
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- (^^V^/l'*=/l/^dri/^^U) - 8-T-f u [3. 2. 

[3. 2. 1] 2f-^>-- 

8 -^/l^^tert-^A-l 4. 6g«fb7t Kn77y6 0nl», tK 

WT^ hy^w^yio. omi ^Jn^., ^^^^^^^^^4. 

UT, 1 9 . 3 g £#fc 0 

NMR^^^ h;k 5 (CDClj) ppra : 1. 36-1. 71 (6H, m) , 1. 47 (9H, s) , 
1. 92-2. 06 (2H, m) , 2. 25-2. 37 (1H, m) , 2. 99 (3H, s) , 4. 00 (2H, d, J=6. 5Hz) , 
4. 15-4. 35(2H,m) 

I Y/V v (liq.)cm- 1 : 1692 

###1J3 8 

x-*y-3-isT S *^/\s-8-T-f Wfv [3. 2. 1] zt??ls-8- 
tert-^/U 

^^y-3- (t< ^^/MwM-^ri^^vU) -s-Tift'-y^P [3.2. 
1] ir->7$y- Z-jJ^-RvWi tert-^fvH 9. 1 g <Dis* R 
9 Oml^^, i/TWb^hy 7^6. 3 0 g&tfEl ^^-7" h V *A0. 90g 
^J11S»X., 9 0°C-C2B#raJi#Lfc. SCT^^TkTKtt^Th^^T^ 

4. 3g£#fc 0 

NMR7^7 h/V i (CDCl 3 )ppm : 1. 39-1. 79 (6H, m), 1. 47 (9H, s), 
1. 90-2. 07 (2H, m) , 2. 15-2. 32 (3H, m) , 4. 13-4. 37 (2H, m) 
I Y/V v (liq.)cm- 1 : 2248, 1694 

###J 3 9 
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(2— TSV^fvW) -8-7fWn [3. 2. 1] Iri? 9 
is- 8 tert-^yW 

-i/T 7-^-8 -T-tf [3. 2. 1] irt$V-8- 

*/^y^tert-^/H 4. 1 %(D*$ 0 Oml jffiSKl, 2 0%T^*r 

?/-/i'm&5 Oml S.0?7^-=?/^-/V3nil 3 0°C, 5 OPa 

W^jET-7R^»bfc 0 »£g£L-C, 1 3. 

2 g &#fc 0 

NMR*^ h/l^ 8 (CDCl 3 )ppm: 1. 25-1. 75(8H, m), 1. 46(9H, s), 
1. 79-2. 07 (3H, m) , 2. 55-2. 87 (2H, m) , 4. 03-4. 40 (4H, m) 
IRT^^h/V- v (liqjcnf 1 : 1694 
•^^^X^ h;Um/z : 255(fcf+l) 

#3f#|4 0 

4- [2- [ (3-=fa-2-M)7;vta^f/^yyy-4--i';i/) 7 
^ / ] zn^yi/] - 1 - tv< y v^^/l^V®? tert-^^V- 

4_^ pp _ 3 _ - hn — 2— h !J 7/^o^ ^vW^r/ y^3. 7 8 g, • 4- 
( 2 -T ^ / - 1 - fc°-<y tert-y^6 . 2 4 g&tf 

^^y^i^l. 8 9g(DN, N-^f^/VAT^ K4 0mli», ^jfi 

r;K«Lt 5 . 4 6 g co^ H s B^#fc„ ^y^n tvn-f;^^Sg| L 
TsMl35. 5-136. S'C^ilfe^^fCo 

Sfraffl C, 56.40 ; H, 5.81 ; N, 11.96 
MM C, 56.29 ; H, 5.72 ; N, 11.88 

4 0 (D^mc^X s 4 1 ~ 5 5 <Dfc&m*mz 0 
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3L*y-3- (2-7^xf/p) -8-7ft*^P [3. 2. 1] 

^dfy-3-v'T/^^-8-T1flf^i7P [3. 2. 1] ^*^-8- 
tert-^/H 4 . 1 gW^/- /V4 0 OmlfSttfc, 2 0%7^ 
~Tp< ^y-/V^5 Oml RXf7*--y<!r/l>3ml %J}Qz_X, 3 0t, 5 OPa 

©**£E-c**aan ufc. ^sts*lt, 3. 

2 g fcftfc. 

NMR*^? h/U 6 (CDCl 3 )ppm : 1. 25-1. 75(8H, m), 1. 46(9H, s), 
1. 79-2. 07 (3H, m) , 2. 55-2. 87 (2H, m) , 4. 03-4. 40 (4H, m) 
I RX^-? WW v (liq.)cm" 1 : 1694 
h/^m/z : 255 (r+1) 

!l 4 0 

4- [2- [ (3-= hP-2- bV 7^tP^f/^; U y-4— f/V) T 
5 / ] i^/U] - 1 - fc°^ ]) i?>%/\stf^m tert-^/U 

- 3-^ he- 2- M y 9VU3r / y^3. 7 8 g, • 4- 

(2-7^/31^) - 1 -tr^U ^y*/^>H tert-3/^6. 2 4gW 
8 9gON, N-v'^^xK/UAT^ K4 0ml»»8c*\ ^fi 

r/K'^lt 5 . 4 6 g ©llSftSrfffc. >V y y"* tVi^-7vW>> L 
T, M 1 3 5 . 5-136. 5 , C©*&fe|£fi£#fc 0 

C, 56.40 ; H, 5.81 ; N, 11.96 
III C, 56.29 ; H, 5.72 ; N, 11.88 

##0tj4 0 ro^lClot, #%#|4 1-55 <Dft&®*mz.o 
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R- 


^ I N0 2 

OCX 

N ^CF 3 




R 3 - 


1fett(ff££$j£> 


41 




3tfel£IIi(iso-Pr 2 0) 

mp, 148-149°C 

7G^a-#rfif C 2) H M F 3 N s 0 4 
111 C, 53.73; H. 5.58; N, 14.92 
HSfcM C. 53.65; H. 5.49; N. 14.98 


42 




Hfe^'J Xi*#S(AcOEtHso-Pr 2 0) 

mp. 130-1 31 °C 

TC^fl-flffit C„H 2S F,N 4 O s 
SUfil C. 53.61; H. 5.36; N. 11.91 
HSfiS C, 53.43; H, 5.20; N. 11.85 


43 


a 

i 

Boc 


StfefSH(MeOH) 

mp, 143.5-144°C 

5B^^-«ffiIC a H 27 F3N 4 0 4 
SfHi C, 56.40; H, 5.81; N. 11.96 
HHfit C, 56.37; H. 5.77; N. 11.93 


44 




Hfetett^(AcOEtHso-Pr z O) 

mp. 151-152°C 

SltttflrfiSC^FaN^ 
a^fit C. 58.29; H. 5.91; N. 11.33 
USSfit C, 58.23; H. 5.92; N, 11.27 


45 


BocHN- 


Jtfe£ttt£(iso-Pr 2 0) 

mp ,155-156.5°C 

TcmfttiiW. C 17 H 19 F 3 N 4 0 4 
Sirafit C, 51.00; H. 4.78; N, 13.99 
MSefll C, 51.07; H, 4.87; N, 14.10 


46 


Me 2 N- 


Stfe&&(MeOH) 

mp. 128-1 29°C 

7C^J , «ffitC I4 H 1s F,N 4 O t 
Slifil C. 51.22; H, 4.61; N, 17.07 
USSfil C, 51.12; H. 4.63; N. 17.10 
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. R- 


^ I N0 2 

OCX 

N ^CF 3 


mm® 


R 3 - 




41 


BocN'^i 


HfeSra(iso-Pr t O) 

mp, 148-149°C 

TtmfttirW. C 21 H M F,Ns0 4 
SUfii C, 53.73; H, 5.58; N, 14.92 
H&H C. 53.65; H. 5.49; N. 14.98 


42 




Hfe^XA#§(AcOEHso-Pr z O) 
mp. 130-131°C 

SlnlS C, 53.61; H, 5.36; N, 11.91 
SlS^flS C, 53.43; H. 5.20; N. 11.85 


43 


Boc 


Stfef£S(MeOH) 

mp, 1 43.5-1 44°C 

TcmWR fit C^H^N^ 
SUfil C, 56.40; H. 5.81; N, 11.96 
H®5fit C, 56.37; H, 5.77; N, 11.93 


44 


BoclM^^ 


HfefittS(AcOEtHso-Pr 2 0) 

mp, 151-152°C 

TC^flfffiCMH^FjN^ 
MUfit C, 58.29; H, 5.91; N, 11.33 
HHM C, 58.23; H, 5.92; N, 11.27 


45 


BocHN- 


Stfe£H*S(iso-Pr 2 0) 

mp ,155-156.5°C 

5c^t#flr W. C I7 H 19 F 3 N 4 0 4 
aHfii C, 51.00; H. 4.78; N, 13.99 
d^Knl. U, ol.U/; n, 4.o/; N, 14.1U 


46 


Me 2 N- 


Hfe^^(MeOH) 
mp. 128-129t 

9SI4& C. 51.22; H. 4.61; N, 17.07 
MM C, 51.12; H. 4.63; N. 17.10 
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R 8 


R 9 


R'° 




47 


Me 


H 


H 


Jtfe&iKAcOEtHso-PfiO) 
mp, 168-169°C 

5tmMK li C^F,^ 

SUfigl C, 57.25; H, 6.06; N, 11.61 
USUI C, 57.28; H, 5.98; N, 1 1 .52 


48 


H 


CI 


H 


&ftfe*SJI(AcOElHso-Pr 2 0) 

mp, 147.5-1 48.5 °C 

TtMftVife C 22 H 2S CIF 3 N 4 0 4 
WmfeC, 52.54; H. 521; N. 11.14 
H161SC. 52.57; H, 5.18; N, 11.12 


49 


H 


F 


H 


Hfe^'jXA^S(AcOElHso-Pr 2 0) 

mp, 159-160*10 

5c^«ffi&C J2 H 2 ,F 4 N 4 0 4 
SlUg C, 54.32; H, 5.39; N, 1 1 .52 
USUI C, 54.39; H, 5.52; N, 11.34 


50 


H 


Me 


H 


3tfefSII<AcOEtHso-Pr 2 0) 

mp, 144.5-1 45.5°C 

TcfjttfffiitCaHaFjN^ 
airali C, 57.25; H, 6.06; N, 11.61 
USUI C, 57.29; H, 5.99; N, 11.58 


51 


H 


H 


Me 


HfelSg<iso-Pr 2 0) 

mp. 1 37.5-1 38.5t; 

5c^»«ffiIC 2 3H 29 F3N 4 0 4 
Slifii C, 57.25; H, 6.06; N, 11.61 
USUI C. 57.05; H, 6.00; N, 11.58 
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R 8 


R 9 


R'° 




47 


Me 


H 


H 


HfefSSCAcOEtHso-Pr^O) 
mo 168-169% 

C, 57.25; H, 6.06; N, 11.61 
USUI C. 57.28; H, 5.98; N, 11.52 


48 


H 


CI 


H 


gKHfe^ra(AcOElHs<r-Pr 2 0) 

mo 147 5-148 5^ 

TzmtWi M CaHaCIFaN^ 
Slifil C. 52.54; H. 521; N, 11.14 
USUI C, 52.57; H. 5.18; N. 11.12 


49 


H 


F 


H 


Hfe^UXAtfc^CAcOEt-iso-Prj-O) 

mp, 159-160% 

7E*##rfiIC 22 H 2S F 4 N 4 0 4 
SlitS C, 54.32; H. 5.39; N, 11.52 
HiMi C, 54.39; H. 5.52; N, 11.34 


50 


H 


Me 


H 


Hft*SJI(AcOEtHso-Pr 2 0) 
mp, 1 44.5-1 45.5°C 
7U^t#*T<iC 23 H 29 F3N 4 0 4 
SMI! C, 57.25; H, 6.06; N, 11.61 
C, 5729; H. 5.99; N. 11.58 


51 


H 


H 


Me 


HfefSraGso-Pi-jO) 
mp. 1 37.5-1 38.5°C 
7C0^«filC 23 H 29 F a N 4 O 4 
StUt C, 5725; H, 6.06; N, 11.61 
C, 57.05; H. 6.00; N, 11.58 
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-R 2 




52 




Hfetftt^(MeOH) 
mp, 149-150t 
5m^m C 24 H 32 N 4 0 4 

BSIrafiii H fi 1 * 43- H 7 19- M 1 9 79 
■*=£nraj lis. vy, uj.to, n, 1 -Oc. t IM, i /l.i c. 

USUI C, 65.35; H. 7.24; N. 12.66 


53 


-Ph 


NMR 5 (DMSO-d 6 )ppm:0.90-1 .05(2H,m).1 .37(9H.s).1 .4 
0-1 .55(1 H,m),1 .55-1 .65(4H.m),2.65(2H,t.J=1 2Hz),3.25( 
2H a J=5 5Hz) 3 80-3 90(2H m) 7 39(1 H t.J=5 5Hz) 7 4 
0-7.50(5H,m).7-61 (1 H.t,J=8Hz),7.79(1 H.t J=8Hz),7.89( 
1 H.d, J=8Hz),8.46(1 H,d, J=8Hz) 
IR V (KBr)om H :3368,1 692,1 530.1 368 


54 




$tfef£TO(iso-Pr 2 0) 
mp, 1 25.5-1 27.5°C 

SlUt C. 64.36; H. 6.48; N, 12.01 
HgtfitC. 64.30; H, 6.39; N, 11.94 


55 




Sffe1K$H*&(MeOH-iso-Pr 2 0) 

mp. 136-137°C 

TtMfttirM QbHhNAS 
mmW.C, 62J22; H. 6.27; N, 11.61 
HSUSC, 62.05; H. 6.15; N, 11.46 



53 



WO 01/58900 PCT/JP01/00816 






-R* 




52 




Hfetttti§.(MeOH) 

mp, 149-150t 

Ttm&ViM C M H«N 4 0 4 
SlifiS C, 65.43; H. 7.32; N, 12.72 
HSI® C. 65.35; H, 7.24; N. 12.66 


53 


-Ph 


NMR 8 (DMSO-d 6 )ppm:0.90-1 .05(2H.m),1 .37(9H,s).1 .4 

0-1 .55(1 H.m),1.55-1 .65(4H,m).2.65(2H.t,J=1 2Hz),3.25( 

2H,q.J=5.5Hz).3.80-3.90(2H,m),7.39(1H,t r J=5.5Hz).7.4 

0-7.50(5H.m),7.61 (1 H.t.J=8Hz).7.79(1 H.t J=8Hz),7.89( 

1 H.d,J=8Hz),8.46(1 H,d, J=8Hz) 

IR V (KBrfctn'mSSA 692.1 530.1 368 


54 




5tfe*£.ii(iso-Pr 2 0) 
mp, 125.5-127.5°C 

Stall C. 64.36; H. 6.48; N, 12.01 
USSffi C. 64.30; H. 6.39; N, 1 1.94 


55 




ftfi«ittt&(MeOHHso-Pr 2 0) 

mp. 136-137°C 

7cS§##ffi C a H^ 4 0 4 S 
MMfe 0, 62J22; H. 6.27; N, 1 1.61 
HI C, 62.05; H, 6.15; N, 11.46 
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&nm 5 6 

4- [2- [ (3-75y-2-h!)7/^P^fM;y>-4-^^) T 
* y ] a^/i/) - 1 - k°^y ^fjj^^ tert-^^/u 

tK^T^ y tr/V • ATKfPt/ 1. 34g©^^/ -/U 2 0 ml ^{CtK*^ 

*?Sf-?- MJ >7i*0. 2 1gffl|, 4- [2- [ (3--ha-2-hy7 

Bfetert-^yW5. 3 0 g <Dx h7t Kn77^2 0ffll £ y — /U8 0 ml 
W.*Mx.tz.o ftl^X\ »7*^ h V ? ^ 1 • 50g ojfol;lfcg % 

E7Km«^^*LT^m«#:^#fCo MESrSHft^T'A'-ii-^ 7°* y (1 : 
4-»l : 2) £*gtij«£ Lfc^?A^*7A^B7 h^7-f--C*WKU 
*MVf* fc°/loi-7VV£ ^W^T'gfe^LT 4 . 4 7 g ©&3t£j£,§ 

55*#*ftt C B H B F,N 4 0, 
Straffi C, 60.26 ; H, 6.67 ; N, 12.78 
HM C 60. 10 ; H, 6. 57 ; N, 12.76 

5 6 ©^l^ot, #%M 5 7-71 <Dik&m*®K.o 
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###| 5 6 

4- [2- [ (3-75/-2-hy7;^n^f;^/yy-4-^^) T 
7k&T> y 4vu • TvTfcfn^ l. 34 g c^y — /u 2 o ml ^{ctK*^ 

*^itM)-?AG. 2 1g»t, 4- [2- [ (3-~ ha-2- h y 37 

;^n^f/^;!jy-4-'f;P) T5 7] ^^/v] - l - t°^y 
g£tert-:/fyl'5. 3 0 g©7 h 7 fc Kn77^2 Oral £^ Oml <£>^ 

IS^PXL^lo f^W, 7k#ffc* r>^-7- h y 1 . 50g £4>*-f o^/c^ 

4-*l : 2) Sr^HJ^i t^->!J*>7 , /^7^^n-x' ^7 7^T'iIU 
^ yfn if/lsZL-r/l-b n-^7°* >-©«T*»L-C 4 . 4 7 g O&StfcJg* 

yh^Vm. C t2 H ts F 3 N i 0 2 

C, 60. 26 ; H, 6. 67 ; N, 12. 78 
IMK C, 60. 10 ; H, 6. 57 ; N, 12. 76 

5 6 O^fc^o-C, 5 7-71 



54 



WO 01/58900 



PCT/JP01/00816 






R 3 - 




57 




NMR 8 (CDCI JoDin-l 48(9H s) 2 48(4H tJ=5Hz) 2 52(2H t.J= 
5Hz).3.36(2HJ)rs).3.51(4H,t,J=5Hz),4.46(3H^rs).7.45-7.50(2 
H,m).7.90-7.95(1 H,m).8.00-8.05(1 H.m) 
IR V (liq.)cm- 1 :3484.3364 I 1 696 
MS m/z:439(M + ) 


58 


HE 


NMR 5 (CDCI 3 )ppm:1 .47(9H,s) .1 .75-1 .85(2H,m),2.6(H2.80(1 H, 
m),2.90-3.1 0(1 H,m).3.25-3.37(1 H,m),3.42-3.53(1 H,m),3.57~3. 
73(2H f m) f 3J7-4.07(3H f m),4.34(3H I brs) f 7.48-7.55(2H r m) f 7.83 
-7.88(1 H,m),8.01-8.06(1 H.m) 
IR z/(lia)cm _, -1696 
MS m/z:439(MM) 


59 


a 

| 

Boc 


8*StfelS£(iso-Pr 2 C» 
mp, 122-123t 
7G^t##ffiI C^H^N^ 

«*±nffl US. \Jj OU.ZO, n, 0.0/ , W t l£./0 

jlSfciS C, 60.30; H, 6.55; N f 12.69 


60 




m Pf 149-150°C 

9lfiil C, 62.05; H, 6.73; N, 12.06 
HiSMil C 62 02- H 6 77* N 1 1 96 


61 


BocHN- 


&£ife$SS(iso-Pr 2 0-n-Heptane) 

mp, 97.5-98°C 

7C^»«f fit C^I^Fj^Oi 
SUfii C, 55.13; H, 5.72; N, 15.13 
H&fit C, 55.09; H, 5.72; N, 15.09 


62 


Me t N- 


NMR 6 (CDCI,)ppm:2.32(6H,s).2.39<2H I t, J=5.5Hz).3.35(2H,q.J 

=5.5Hz).4.38(1HJirs).4.66(2H.brs).7.45-7.55(2H,in),7.95-8.00 

(1H.m).8.00-8.05(1H.m) 

IR I'(liq0cm" , :3488,3356 

MS 1^:299^+1 ) 
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##01 


R 3 - 




57 


Ok 


NMR 6 (CDCI JoDm-1 48(9H s) 2 48(4H t.J=5Hz) 2 52(2H tJ= 
5Hz),3.36(2H f brs) f 3.51(4H f t f J=5Hz),4.46(3H ? brs)J.45-7.50(2 
H,m),7.90-7.95(1 H,m),8.0O~8.05(1 H,m) 
IR V(liq.)cm" , :3484 > 3364 f 1696 
MS m/z:439(M v ) 


58 




nK ^.TQ CS /PC rt* 

NMR 5 (CDCI 3 )ppm:1 .47(9H,s),1 .75-1 .85(2H,m),2.60-2.80(1 H, 
m),2.90-3.1 0(1 H,m),3.25-3.37(1 H,m),3.42-3.53(1 H,m),3.57-3. 
73(2H.m).3J7-4.07(3H f m) r 4.34(3H f brs) f 7.48-7.55(2H,m) f 7.83 
-7.88(1 H.m),8.01-8.06(1 H.m) 
IR V flia)cm~ K 1696 
MS m/z:439(MM) 


59 


a 

| 

Boc 


&Slfe$£.§.(iso-Pr 2 C» 
mp, 122-1 23°C 

HlHi C. 60.30; H ? 6.55; N t 12.69 


60 




&€:A!XA#Ji(AcOEt) 
mp. 149-150°C 

SiSHa 62.05; H f 6.73; N, 12.06 
^S^fiS C 62 02* H 6 77- N 1 1 96 


61 


BocHN- 


«fe^fe^i§(iso-Pr 2 0-n-Heptane) 
mp, 97.5-98^ 
5£M#Mi fit C 17 H 21 F 3 N 4 02 
Siiftfi C t 55.13; H. 5.72; N, 15 .13 
C f 55.09; H. 5.72; N, 15.09 


62 


Me 2 N- 


NMR 6 (CDCI 3 )ppm^.32(6H,s)Z39(2H,t,*J=5.5Hz) r 3.35(2H f q f J 

=5.5Hz),4.38(1H,brs),4.66(2H,brs),7.45-7.55(2H,m),7.95-8.00 

(1H,m),8.00-8.05(1H,m) 

IR y(liq.)cm H :3488,3356 

MS m/z:299(M*+1) 
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BocN 





NH 

„ 1 NH 2 

^ 

['^ N CF 3 
R 10 




R 8 


R 9 


R'° 




63 


Me 


H 


H 


^•feiSaH(iso-Pr 2 0-n-Heptane) 
mp, 77-78°C 

7C^^«f®C 2J H 31 F,N 4 0 2 
SlffljlC. 61.05; H, 6.91; N, 12.38 
W&M C. 61.09; H, 6.80; N, 12.43 


64 


H 


CI 


H 


SSJSfeSJMiso-PrjO) 

mp, 1 26.5-1 27.5°C 

7C*#flr fit C^HaaCIFj^O, 
Slili C, 55.87; H, 5.97; N, 11.85 
HJ&ffi C. 55.94; H. 5.91; N. 11.75 


65 


H 


F 


H 


&3tfe£M*S(iso-Pr 2 0) 
mp. 98-99t 

SUA! C, 57.89; H. 6.18; N, 12^7 
HSfcfit C, 57.99; H, 6.39; N, 12.07 


66 


H 


Me 


H 


^H-fe^raOso-PrjO-n-Heptane) 
mp. 108-109°C 

Tcmfttiim GnHnFiNA 
Sfrafit C, 61.05; H. 6.91; N. 12.38 
H&li C. 61.01; H, 6.92; N. 12.13 


67 


H 


H 


Me 


&H^ra(iso-Pr 2 0-n-Heptane) 

mp. 105-106°C 

Ttm^Mim. CaHnFMOz 
SlfefSC. 61.05; H. 6.91: N. 12.38 
HMC. 61.06; H. 6.94; N. 12J20 
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R 8 


R 9 


R'° 




63 


Me 


H 


H 


^■fe$SBH(iso-Pr 2 0-n-Heptane) 

mn 77-7R°n 

Ttmfttirfe C 23 H 3l F 3 N 4 O z 
MMB. C. 61.05; H, 6.91; N, 12.38 
HSfcfil C. 61.09; H, 6.80; N, 12.43 


64 


H 


CI 


H 


j&ftfefSH(iso-Pr 2 0) 

Tern-warn c^c^n^ 

WmB. C. 55.87; H, 5.97; N, 11.85 
IH1 C. 55.94; H, 5.91; N, 11.75 


65 


H 


F 


H 


&Stfe£U*.i(iso-Pr 2 0) 
mp, 98-99°C 

MWiU C, 57.89; H, 6.18; N. 12.27 
USSfil C, 57.99; H. 6.39; N, 12.07 


66 


H 


Me 


H 


SSJIf'felSOTGso-PrjO-n-Heptane) 
mp. 108-1091C 

Slil C. 61.05; H, 6.91; N, 12.38 
C. 61.01; H, 6.92; N, 12.13 


67 


H 


H 


Me 


ISfElfp ra(iso-Pr 2 0-n-Heptane) 

mp, 105-1 06 1 

Tbmfttim. C 2J H3 I F 3 N 4 0 2 
Sfifl C. 61.05; H. 6.91; N. 12.38 
HKfe G. 61.06; H, 6.94; N, 12.20 



WO 01/58900 






-Ft 2 




68 


>7 


2fc*lfeit#i§(AcOEt-n-Heptane) 

nip, 1 1 

3T^^#ffi|C M H3 4 N 4 0 2 
SUM C. 70.21; H, 8.35; N. 13.65 
C 70.13; H. 8.22; N, 13.55 


69 


-Ph 


^HfeSwCAcOEtr-n-Heptane) 

itid 113 5-115°C 

5c^a-*f H C 2J H 34 N 4 0 2 
III C, 72.62; H, 7.67; N. 12.55 
USSfil C, 72.69; H, 7.64; N, 12.53 


70 




3t*lfel£i§(iso-Pr 2 0) 
mp.106.5-108t 

Mlmfe C, 68.78; H. 7.39; N, 12.83 
HSfcfil C, 68.68; H. 7.18; N. 12.76 


71 




H-fe^'jXA^g(AcOEt) 
mp.^S-ISIt 

aHH C. 66.34; H, 7.13; N, 12.38 
m&M C. 66.25; H. 6.92; N. 12.29 
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-R 2 




68 




SKUfeti-tt^CAcOEt-n-Heptane) 
mpjou.o— 1 

5c^«fiiC 24 H 34 N 4 O z 
SlUi C. 70.21; H. 8.35; N, 13.65 
USUI C, 70.13; H. 8.22; N, 13.55 


69 


-Ph 


3*Hfe!£&(AcOEt-n-Heptane) 
mp, i io.u 1 13 o 

ailfil C, 72.62; H. 7.67; N, 12.55 
USUI C, 72.69; H, 7.64; N, 12.53 


70 




mp.106.5-108°C 

7cft#*f fil CzsHaj^Oa 
ail® C, 68.78; H, 7.39; N, 12.83 
mm C 68.68; H. 7.18; N, 12.76 


71 




Jtfe^'jXAtf&CAcOEt) 

m P ,i29.5-i3iic 

5c*»«fii C^N^S 
ailli C, 66.34; H. 7.13; N, 12.38 
Hf&fil C, 66.25; H. 6.92; N. 12.29 



WO 01/58900 



PCT/JP01/00816 



7 2 

1 - [ 2 - [ 4 - ( 1 -tert-:/ h * i/$/l>7$-;U) k°-< y i-^/u] - 2 
-7x^-lH-^5^/ [4, 5-c] 3Vy^ 5-**^K 

4- [2- (2-7x=/l/-lH-^f$^/ [4, 5-c] *y U V- 1 — ( 
AS) x-T-AS] - 1 - fcX y S^jfr/M?^ tert-^/V 3. 6 7 g O 1 , 2 - v 5 
^np^^r^i l 0ml»»Kl^^^ooia^A#»5. 9 5 g £'>4T oAflx, 

PHIOCIIU 1, 2-v ? ^an^^>-e»aitfc 0 1 0%7kIMfc 

h y ^A7k^i^P^7K-eHi»^M7KU, »g*UT4. 2 8 g 
©ft£@#«r#fco ^S^^^^<h ^^^/^-x^-CJl^W bT 2 . 4 
6 g©*&fe*«r#fc. 

NMR^^ YAs 8 (DMS0-d 6 )ppm : 0. 80-0. 92 (2H, m), 1. 22-1. 32 (3H, m) , 1. 36(9H 
, s) , 1. 73 (2H, q, J=7. 5Hz) , 2. 52 (2H, t, J=13Hz) , 3. 76 (2H, d, J=13Hz) , 4. 70 (2H, t, J=7 
. 5Hz) , 7. 60-7. 67 (3H, m) , 7. 75-7. 80 (2H, m) , 7. 84 (1H, t, J=8Hz) , 7. 92 (1H, t, J=8Hz) , 
8. 43 (1H, d, J=8Hz) , 8. 86 (1H, d, J=8Hz) , 9. 07 (1H, s) 
IR^^ h/V v (KBr)cnf 1 : 1696, 1166 
YjVxsJz : 472 (If) 

4- [2- (2-7i=/u-4- hV -7;\s3ru/-<5-;v-l H — fS^V [4, 
5-c] 3V y y- 1 — f /U) cEfyU] - i-^yv?y*;^vi tert-^f- 

4- [2- c (3-z^y-2- hy 7/m-p^5vv3v y v-4 — r/u) r 

5; / ] rc^/V] - 1 - tV< y tert-y^O . 7 0 g , ^yX7 

/VftKO. 2 5gM2, 3-^nn-5, 6-^>7;-l, 4-^^/ 
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7 2 

1- [2- [4- (l-tert-l/h^v^/M^/W) tfxy^/i/j ^^-/u] -2 

4- [2- (2-7x-/V-lH-'f^/ [4, 5-c] ^yil^-l-^f 
/U) a^yl/] - l - fx: y ^i^nK^K tert-^^-/W 3. 6 7 g <D 1 , 2 -5? 
^p^^I 1 ODl»^^^onl^Sf|g5. 9 5 g^>fi-foinx, 

pHlOlCfUgU 1, 2-v 5 ^nn^^i/-eJfimbfc„ ttflj*££ 1 0 

"7- h y !?A7K^^^?P^7|c-eil|I»^M7kL, »Kfctf*LT4. 2 8 g 

6 g(DM&@iMiZntc 0 

NMR^^ h/V 6 (DMS0-d 6 )ppm : 0. 80-0. 92(2H, m), 1. 22-1. 32(3H,m), 1. 36(9H 
, s) , 1. 73 (2H. q, J=7. 5Hz) , 2. 52 (2H, t, J=13Hz) , 3. 76 (2H, d, J=13Hz) , 4. 70 (2H, t, J=7 
. 5Hz) , 7. 60-7. 67 (3H, m) , 7. 75-7. 80 (2H, m) , 7. 84 (1H, t, J=8Hz) , 7. 92 (1H, t, J=8Hz) , 
8. 43 (1H, d, J=8Hz) , 8. 86 (1H, d, J=8Hz) , 9. 07 (1H, s) 
IR^^ ^ v (KBr)cnf 1 : 1696, 1166 
■v**^ h/Um/z : 472(lf) 

4- [2- (2-7x=/U-4-MJ7;l/to^f^-lH-^^^ [4, 
5-c] y y- 1 f/u) au^/U] - l-t°s<})i/yjj/V7$ym text-?*? 
>V 

4- [2- [ (3-7^;-2-MJ7;l/to^W/!Jy-4-'f^) T 
57] ^fvW] - 1 - t°xy e?^*/HJ?i/gfc tert-^/UO. 7 0 g, ^yX7 
^ft KO. 2 5g^t;2 ) 3-^PP-5, 6-^>7/-l, 4-^^ 
3V I/O. O 4 g^Tf>7t KP77V5nl^, ^fi-C3 BWI^lfc. K 
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M*bfCo y tV>x-f/V» Lt 0 . 5 1 g©IN&&#fc. 

*M y 7°n tVV^-T/V^b^ B H H LT % St^ 1 6 3 ~ 1 6 4 1;<? 

7G^##Hfi C^H^N^ • l/4H z O 
%M C, 65.83; H, 6.00; N, 10.59 
III C, 65.85; H, 5.90; N, 10.58 



4- [2- [2- (4-3-K7x^;l/) -8-^f/V-4-f!J7;^o^ 

f^-iH-^f^/ [4, 5-c] ^yy>-i— r/v] 

4- [2- [ (3-7^;-6-^f;l'-2-MJ7^to^fWyy- 
7^/] ^lV\ -l-t°^y tert-y^/V2. 00 

g&tfh !/xfA/7^0. 7 4ml O h/l^y 2 0ml 7 Otfc^f&U 4 

-3- KSItS^B!) Kl. 4 1 z*Mx-M&%l*7 0t;^3l$WH*#Lfc o 
^om> U ^^p-h/^y^^*^m--7k?P#»0. 0 8 

J-jV-n-^-ftl/ (1:3) £^ttj«£ Lfci/y % sf;i<>* y A? Ytfy? 

U^-f y7°P tV^-x/VT-gfe^UT 2 . 2 0 g Ol^l^lfc. 
^az^/u^ ^ y^n K°/l'^-7-/V(DUmfrtbW&§! LT, M2 0 3~20 
4 < C»tefe|§ H B H ^ffci 0 



«J2 




HfMtt C, 54.25; H, 4.78; N, 8.38 



MM 1 X& 2 O^CloT, H3fc#l 3-57 
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^y^p v^-t ur, it^ i 6 3~ i 6 4t:^iE^ H a H ^ 

7C*^« C 29 H 3l F 3 N 4 0 2 ■ 1/4H 2 0 
SimiS C, 65.83; H, 6.00; N, 10.59 
XM[ C, 65.85; H, 5.90; N, 10.58 

4- [2- [2- (4-3-K7i=;l/) - 8 4 - hU 

f/i/-iH-f5yy [4, 5-c] ^yyy-i-f/H ^^/v] -i-t 0 ^ 

4- [2- [ (3-T^7-6-^^/U-2- h y y/M-nr^/i^/ y 
4--f/W T ^ /] ^/U] - 1 -t'-<y ^^/Wxj<^ tert-^/W2. 00 
g&tf h yjc^/PT^ yo. 7 4ml © F/l'xy 2 Oml 7 0tlC»U, 4 

- 3 - K£&#B6* p y K 1 . 4 1 g £j&q 7 01CC3 B#ffi*#Lfc, 

^©t, «^£»i®*u at$fc p-h/u^y^/U/jN^ • -Tkfq^o. 0 8 

^-n-^ytls (1:3) SrWIi:Lfci/y^W7A^ovh^77 

-f-'ci»«u^y^ , o tv^-x/i--e»L-c2. 2 0 goifeei^c. 

mWt^f-^t *M y/n tV^-^/KZ)«^bTO H B H UT, 2 0 3 ~ 2 0 

7G*#$Ht C 30 H 32 F 3 1 N 4 0 2 
III C, 54.22; H, 4.85; N, 8.43 
IBM C, 54.25; H, 4.78; N, 8.38 

mmm 1 xi* 2 (oxmi^^ x, mmm 3-57 <D-fb-a-#>^#fc„ 
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-R« 




3 


XX 


Si-feigS(AcOElHso-Pr 2 0) 

mp.ige-wt; 

airaffi C. 53.55; H. 4.65; N. 8.61 
C. 53.48; H, 4.73; N, 8.50 


4 


H^ 


p 


*Sfe&S(AcOEt) 
mp.207.5-209.5°C 

SHil C, 63.15; H. 5.89; N, 13.64 
M&W. C. 62.95; H. 5.90; N, 13.59 


5 


0 




&Stfel§S(AcOEt) 
mp.l 98.5-1 99.5°C 

3HH C. 63.03; H. 5.68; N, 10.89 
H&fit C, 62.91; H, 5.64; N, 10.87 


6 


s 


0 


aS-fetW&G-PrOH) 

mp.204.5-205.5°C 

TcmMSt m C„H„F,N 4 O z S 
SlofiS C, 61.12; H, 5.51; N. 10.56 
USHS C. 60.98; H. 5.46; N, 10.43 
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mm® 


-R 1 




3 




&-fe&OT(AcOElriso-f»r 2 0) 
mp,196-197°C 

SMfil C. 53.55; H, 4.65; N, 8.61 
HS&fil C. 53.48; H. 4.73; N, 8.50 


4 


HN 


P 


2Sft!£^(AcOEt) 

mp^.S-^Og.St:^®) 

TtMMfrM C 27 H3 0 F 3 N s O 2 
SMiS C, 63.15; H. 5.89; N. 13.64 
HJ&ffi C. 62.95; H. 5.90; N, 13.59 


5 






ifeHfeJES(AcOEt) 
mp.1 98.5-1 99.5*0 

SHfil C. 63.03; H, 5.68; N, 10.89 
HSfcfl C. 62.91; H, 5.64; N, 10.87 


6 




3 


&Tfe$t:Ri§(2-PrOH) 

mp^04.5-205.5 fl C 

7cm#lSr m CnHoFj^OjS 
MmW. C. 61.12; H. 5.51; N, 10.56 
HS^ C, 60.98; H. 5.46; N, 10.43 
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-R 1 










7 




mp f 1 00.5)— 1 o /.ou 






C, 61.75; H, 5.74; N. 10.29 
H^H C f 61.50; H f 5.62; N, 10.12 


Q 
O 


Me 

1 


ilfe$£^(EtOH) 

mp ? Z I /-Zlou 




W 
/ 


^Enffl lie. o t Ol./D, n, IM, IU.Z3 

USSffi C. 61.68; H. 5.67; N. 10.27 


9 




^fe£HKII(AcOEt-iso-Pr 2 0) 

mn 911 9 1 R°n 

TtmMfim. CmHmFjNsOj 
SUnfil C. 60.69; H. 5.68; N, 16.33 
Hifcfit C, 60.62; H. 5.69; N. 16.23 






Slfetttti^AcOEt) 


10 




mp.203-205°C 
7u3t#*r® CaHaFjNsOsS 
31HI C, 58.74; H, 5.31; N, 13.17 
C. 58.62; H. 5.30; N. 13.04 






3£*lfe*Sta(AcOElHso-Pr 2 0) 






mp,189-191.5°C 


11 


JO 


ill C, 65.64; H. 7.03; N, 10.56 
H&fil C. 65.42; H. 6.93; N. 10.46 
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nmw 


-R' 








Stflfe£MK.i<2-PrOH) 


7 




Hip,lu0.3 ID/.O v> 

7^t##rfil C za H 31 F J M 4 O z S 






Sllfil C. 61.75; H. 5.74; N, 10-29 
USUI C. 61.50; H, 5.62; N, 10.12 


8 


Me 

| 


&r&l£ii(EtOH> 

mn 91 7—91 0^ 
mp,Z I / Z I O V-r 

^ u irs yj v \ lis *-'28 r '3i r 3*^4^2° 




P 


SUftfil C, 61.75; H. 5.74; N, 10.29 
USUI C, 61.68; H. 5.67; N f 10.27 






^fe$f#JI(AcOEtHsoHF>r 2 0) 


9 




mo 213 5-21 5°C 

7clt##HI C^HaFaNsOj 
SHI! C. 60.69; H. 5.68; N, 16.33 
HSJM C. 60.62; H, 5.69; N. 16.23 


10 




&fe£N*&(AcOEt) 

mp.203-205 o C 

TtMfttirB. C26H M F 3 N 5 0 2 S 
mMW. G, 58.74; H. 5.31; N, 13.17 
USSte C, 58.62; H, 5.30; N, 13.04 






gfc*ife$Sii,(AcOEtHso-Pr 2 0) 


11 


JO 


mp.189-191.5°C 

7C^##rfiI C a H, 7 F 3 N 4 0 2 
Slrafit C, 65.64; H, 7.03; N, 10.56 
HSfcfit C, 65.42; H. 6.93; N. 10.46 
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— R 1 




12 




-Ph 


itfe$gra(AcOElHso-Pr 2 0) 

mp, 190-190.5t 

TcMfttiT W. C a H3oCIF3N 4 0 2 
MmW. C. 62 J31; H. 5.41; N, 10.02 
H&tl C, 6223; H. 5.33; N. 10.00 


13 


H^ 


P 


SJtfifelSIKAcOEt) 

mo 211 5-212 5°C(4HK) 

S§HI C. 59.18; H. 5.33; N, 12.78 
HS&ffi C. 59.17; H, 5.30; N, 12.66 


14 


p 


&Stfe$Sil(AcOEt) 

mp. 206-207°C 

7C^»#ffiI Ca^CIFjNsO^ 
MWaW. C. 55.17; H, 4.81; N, 12.37 
HSfeffi C, 5525; H. 4.97; N, 12.44 


15 


Hh 

/ 


0 


M-fe^M(AcOEt-iso-Pr 2 0) 
mp. 222.5-230 c C($Mg) 
7c|t##r ® CjgHfflCIFsNBOj 
S^fil C, 56.88; H. 5.14; N, 15.31 
HSMi C, 57.01; H, 5.10; N, 15.29 


16 


) 




&S-fe3£&(AcOEt) 

mp. 199-200°C 

TCMMK fit CnHaCIFaN^j 
SUfil C. 59.07; H. 5.14; N, 1021 
5BRtt C. 59.03; H. 5.19; N, 1020 


17 


) 




^fe^S(AcOEt) 

mp. 191.5-192.5°C 

7&mfttir W. CaH^CIFj^OjS 
aitii C. 57.39; H. 4.99; N. 9.92 
USSM C. 57.34; H. 5.01; N, 9.92 


18 


) 


2) 


3&-fe$gla(AcOE1Hso-Pr 2 0) 
mp, 189-190°C 

mmm. c. 61.03; h, 6.22; n. 10.17 

USUI C. 61.07; H. 6.06; N. 9.97 
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mrnm 


-R" 




12 




-Ph 


^•feSre(AoOBHsa-Pr 2 0) 

rein 1 Qfl-1 Qfl "iV 
nip, 1 jU 1 9 U.9 w 

jc3t#«rfil C a H M CIF 3 N 4 0 2 
«fil C. 62.31; H. 5.41; N, 10.02 
HSIffi C. 62.23; H. 5.33; N, 10.00 


13 




P 


3tflfel£ H E l(AcOEt) 

mn 91 1 *v-919 K^nf^VffiS^ 
nip, £ 1 1 .u c. 1 O KsTnrr/ 

jcMMUM c Z7 h 29 cif i n s o z 

Sfiffil C. 59.18; H. 5.33; N, 12.78 
USUI C. 59.17; H. 5.30; N. 12.66 


14 


H 


^Hfe^^(AcOEt) 

(Tip, tUO / V> 

jtmft1$X ffi C 26 H 27 dF 3 N s 0 2 S 
3Siifil C. 55.17; H, 4.81; N. 12.37 
C, 55J25; H, 4.97; N t 12.44 


15 


"p 


Slf^i§(AcOEtHso-Pr 2 0) 
mo 222 5-930*^ 4Vffi&) 

TC^^llCaiHaCIFsNgOji i 
9§ftl C, 56.88; H. 5.14; N, 15.31 
USUI C, 57.01; H, 5.10; N, 15.29 


16 


0 


0 


&fe$£g(AcOEt) 
mp, 1 99-200°C 

mmW. C. 59.07; H. 5.14; N. 10.21 
HSi® C, 59.03; H. 5.19; N. 10J20 


17 


s 




Stfifel£il(AcOEt) 

mp, 1 91.5-1 92.5°C 

TcMftlftW. CaHaCIFj^OjS 
SISM C. 57.39; H, 4.99; N, 9.92 
USUI C. 57.34; H, 5.01; N, 9.92 


18 


\ 


0 


M-feS H ^(AcOEt-iso-Pr 2 0) 

mp, 189-190°C 

TZMfttitfe C^CIF,!^ 
Strati C, 61.03; H. 6.22; N, 10.17 
USUI C, 61.07; H. 6.06; N, 9.97 
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BocN 






-R' 


R 9 




19 


X) 


CI 


m^felSS(Ao0ElHso-Pr 2 O) 

mp, 185-186°C 

7C^»#ffiS CjjHMCIFaNA 
Siafit C. 61.64; H. 6.42; N. 9.92 
HHfit C. 61.57; H, 6.49; N, 9.94 


20 


-Ph 


F 


SSHfefctf^AcOEtHso-PrjiO) 
mp. 193-194°C 

TumfttirlM. CaHaoF^Oj-I^HjO 
lliifii C. 63.67; H. 5.62; N. 1024 
HSIfit C, 63.51; H, 5.69; N, 10.15 


21 




F 


tfe*§fe£WJI(AcOElHso-Pr 2 0) 

mp. 220-221 °C 

TtMMft fit C Z7 H a F 4 N s 0 2 
SUfit C, 61.01; H. 5.50; N. 13.18 
Ultfil C, 60.98; H. 5.46; N, 13.16 


22 




F 


&fe£H*ia<AcOEt) 

mp, 222-223°C 

7cmMftW. CM^F^sOiS 
Slifit C, 56.82; H, 4.95; N, 12.74 
HSIfit C. 56.91; H. 5.05; N. 12.63 


23 




F 


&fe:K#S(AcOElHso-Pr 2 0) 
mp. 203-204°C 
Tclttfflffit CaHjsF^Oj 
SaniB. C, 58.64; H, 5.30; N, 15.78 
C. 58.33; H, 5.45; N, 15.63 


24 


q 


0 


F 


2fcHfe«ttll(AcOEHso-Pr 2 0) 

mp. 209-210t 

5c^^flffitC 27 H 2a F 4 N 4 Oj 
aifflJi C, 60.90; H, 5.30; N. 10.52 
Hn<i C, 60.65; H, 524; N. 10.42 


25 


s 


0 


F 


&Stfe$H£i!l(AcOEtHso-Pr 2 0) 

mp. 215-216°C 

5c^*rfit C 27 H 2a F 4 N 4 0 2 S 
SHU C. 59.11; H, 5.14; N, 10.21 
Unfit C. 59.14; H. 5.33; N. 10.14 
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BocN 






-R 1 


R 9 




19 


X) 


CI 


H@feSra(AcOElHso-fr 2 0) 

mp, 185-186°C 

7G^t#*rfit C^CIF,!^ 
SHE C, 61.64; H, 6.42; M, 9.92 
HS&fil C, 61.57; H, 6.49; N. 9.94 


20 


-Ph 


F 


$ftfe«#&(AcOEt-iso-Pr 2 0) 
mp. 193-194°C 

TcmfttfM CatWVilA" 1/4H z O 
JMinfit 0. 63.67; H, 5.62; N. 1054 
USSfit C, 63.51; H. 5.69; N. 10.15 


21 


/ 


F 


&*!feiH£ilCAcOEtHso-Pr z O) 
mp. 220-221 °C 

jtmwsi m c 0 h b f 4 n,o ( 

SlUt C, 61.01; H. 5.50; N. 13.18 
Ullfit C, 60.98; H. 5.46; N. 13.16 


22 


P 

/ 


F 


fefe$N*H(AcOEt) 

mp. 222-223°C 

3C0»flf fit C^F^^S 
Slifi& C. 56.82; H. 4.95; N, 12.74 
HS&fit C. 56.91; H. 5.05; N, 12.63 


23 


w 

/ 


F 


£SfefctfS(AcOElHso-Pr 2 0) 

mp. 203-204°C 

7G^t#*rfit CstWVtQi 
Sllfit C, 58.64; H. 5.30; N, 15.78 
HHfil C. 58.33; H. 5.45; N. 15.63 


24 


p 


F 


^Hfefttt^(AcOEtHso-Pr z O) 

mp, 209-210°C 

S^^flffil C^F^O, 
WmB C, 60.90; H. 5.30; N. 10.52 
Unfit C. 60.65; H. 524; N. 10.42 


25 


p 


F 


3?HfeitttS(AcOEl^iso-Pr 2 0) 

mp. 215-216°C 

7G^#*T fit C^HaF^OjS 
SMfitC, 59.11; H. 5.14; N. 10.21 
Unfit C. 59.14; H. 5.33; N. 10.14 
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R 1 

ri 



MeT N XF 3 



em 


I ~ R1 




26 


-Ph 


&S-fe&H(AcOEt-iso-Pr 2 0) 

mp. 169-170t 

7clt##rffi C3 0 H33F 3 N 4 O 2 
Stilt C, 66.90; H, 6.18; N, 10.40 
HHfil C. 66.93; H, 6.19; N. 10.17 


27 




S&g-felS&CAcOElHscy-P^O) 

mp. 215-216t(#jg) 

5E^»«f «I CaHKFaNsOj 
Slilil C, 63.74; H, 6.11; N, 13.27 
SlUfit C. 63.54; H, 6.08; N, 13.04 


28 


P 

/ 


&Stfe£H*a<AcOEt) 

mp, 21 5-21 6°C 

JcMfttitU C^HgFsNsOaS 
SUfil C, 59.43; H. 5.54; N, 12.84 
USSfig C, 59.35; H, 5.65; N, 12.64 


29 


HN^S 

/ 


SfcStfe£Mfc.l<AcOEt) 
mp, 232-233°C 

Ttm-fttiiB C^H^FjNsOj-S/^O 
111 C, 59.82; H, 6.04; N, 15.50 
USUI C, 59.74; H, 5.99; N. 15.80 


30 


p 


iK&&$l-tfa(AcOEt) 

mp. 217-218^0 

5ci^##HI CjiaHjjFa^Oa 
MmM C, 63.62; H, 5.91; N, 10.60 
HS5<1 C, 63.59; H. 5.98; N, 10.52 


31 


p 


g$Hfe£t#.H(AcOEt) 

mp, 218-219 u 

7n^t##ffil C 2e H3,F3N 4 0 2 S 
Strati C f 61.75; H, 5.74; N, 10.29 
HIKffi C. 61.48; H, 5.73; N, 10.12 


32 




£SfeS£JI(AcOEtHtfeOH) 

NMR 5 (DMSO-d 6 )ppm:0.77(2H f q, J=1 2Hz) r 1 .15-1 .28(3H,m),1 .3 
4(9H,s),1 ,62(2H,q, J=7Hz),2.40-2.50 (2H,m) ,2.58(3H,s),3.69(2H,d 
( J=12Hz),4.67(2H,t ? J=7H2),6.58(1H ? tJ : =8HzX6.79(1H f d,J=8Hz) f 7 
.1 9(1 H.t, J=8Hz),7.30(1 H,d f J=8Hz) ,7.67(1 H.dd, J=7.5, 1Hz), 8.07(1 
H,d, J=1 Hz) f 8.33(1 H,d,J=7.5Hz) 
IR V (KBrJcnT 1 : 3400, 1696 
MS m/z: 553(MM) 
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BocN 





-R' 


tttttill&Mg) 






&-fe^H(AcOEt-iso-Pr 2 0) 






mp, 169-1 70X1 


26 


-Ph 


Mmm C, 66.90; H, 6.18; N r 10.40 
Still C, 66.93: H, 6.19; N, 10.17 


27 


/ 


3&@fe*£^(Ac0EtHso-Pr z 0) 

mp, 215-216t(»IS) 

5E*»«f fit CaHttFaN-A 
^^fli C, 63.74; H ? 6.11; N, 13.27 
^JrIII C, 63.04; n, 6.08; N, 13.04 


28 


/ 


&ftfe£H*ii<AcOEt) | 
mp, 215-216°C 
5g0#*HI C^HaoFjNsOzS 




SaSfli C, 59.43; H. 5.54; N, 12.84 
^JSxHII C, 59.35; H, 5.65; N, 12.64 






*Stfe«ttfi(AeOEt) 


29 


HN^S 

u 

/ 


mp. 232-233°C 

TtmftViM ChHj.FjNbO^S/^O 
SnffilB C, 59.82; H. 6.04; N f 15.50 
^3*111 O r 09. /4; H, 5.99; N, lo.oU 






2fcHfefH*.g(AcOEt) 


30 


/ 


mp, 21 7-21 8 °C 

TcSif WIS C 28 H3,F 3 N 4 03 
i&mm C, 63.62; H, 5.91; N, 10.60 
H&fit C, 63.59; H, 5.98; N, 10.52 






&Srfe£H*H(AcOEt) 


31 


P 


mp, 210-219^ 

Sgt#«rfil C 28 H 31 F 3 N 4 0 2 S 
Slrafil C, 61.75; H, 5.74; N, 10.29 
III C f 61.48; H, 5.73; N, 10.12 






fefe3S^(AcOEt-MeOH) 


32 




NMR 5 (DMSO-d 6 )ppmK).77(2H t q, J=1 2Hz) r 1 .1 5-1 .28(3H,m),1 .3 
4©H,s).1 .62(2H,q, J=7Hz),2.40-2.50 (2H.m) .2.58(3H.s),3.69(2H,d 
, J=1 2Hz),4.67(2H f U=7Hz) ? 6.58(1 H,t J=8Hz),6.79(1 H.d, J=8Hz).7 




.19(1H,t,J=8Hz),7.30(1 H,d.J=8Hz),7.67(1 H,dd,J=7.5,1Hz),8.07(1 






H,d f J=1 Hz) r 8.33(1 H.d, J=7.5Hz) 
IR v(KBr)cm H : 3400. 1696 
MS m/z: 553(M*-1) 
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Me 



mmm 






33 




-Ph 


ilfe$£S(AcOEtHso-Pr 2 0) 

mp, 171-172°C 

7U^»«flSC 30 H33F3N 4 O 2 
SHHH C f 66.90; H f 6.18; N, 10.40 
HS&fiS C, 66.89; H, 6.18; N. 10.18 


34 


m 


p 


&ft^S(AcOEt-iso-Pr 2 0) 
mp, 189-190°C 

Siiti C t 63.74; H f 6.11; N, 13.27 
USUI C, 63.74; H, 6.05; N, 13.11 


35 


S 

\ 




NMR 5 (CDCI 3 )ppm:1 .20-1 .39(2H,m),1 .47(9H,s),1 .67-1 .90(3H,m), 
2.03(2H,q,J=7.5Hz),2.65-2.83 (2H.m) ,2.93(3H,s),4.0O-4.26(2H,m),5 
.23-5.55(2H,m) ,7.57(1 H,d,J=3.5Hz),7.62-7.68(2H.m),8.00(1 H,d,J=3. 
5Hz) f 8.1 2-8.1 8(1 H f m) 
IR i/(KBr)ciTf , :1694 
MS m/z:546(M*+1) 


36 


HN^ 


NMR 5 (CDCI 3 )ppm:1 .20-1 .39(2H.m), 1 .47(9H,s),1 .68-1 ,93(3H,m), 
2.03(2H f q,J=7.5Hz)Z65-2.83 (2H f m) t 2.90(3H,s) f 4.00-4.28(2H,n.).5 
.25-5.80(2H,m),7.20(1 H f s),7.31 (1 H,s),7.61 -7.69(2H f m),8.1 5-8.21 (1 
H.m),11.71(1H,brs) 
IR 2/(KBr)cm- , :1694 
MS m/z:529(M*+1 ) 


37 


0 




NMR 8 (CDCQppmil .20-1 .36(2H,m),1 .47(9H,s),1 .54-1 .84(3H,m), 
2.03(2H,q,J=7.5Hz),2.62-2.81 (2H,m) ,2.92(3H.s),3.97-4.30(2H,m),4 
.90(2H,t J=7.5Hz).6.66(1 H,dd,J=3,2Hz),7.30(1 H,dd,J=3,1 Hz) ,7.60-7 
.68(3H,m),8.06-8.1 1 (1 H,m) 
IR Z/(KBr)cm~ , :1694 
MS m/z:529(M^1) 


38 




2> 


NMR 6 (CDCI 3 )ppm:1 .1 5-1 .31 (2H,m),1 .46(9H,s),1 .52-1 J2(3H,m). 
1 .97(2H,q, J=8Hz),2.60-2.78 (2H,m) ,2.93(3H.s),3.98-4.23(2H,m).4.7 
9(2H f t,J=8Hz),7^4(1H,dd.J=5 f 3.5Hz),7.57-7.67(4H t m),8.03-8.08(1 
H,m) 

IR l/(KBr)cm H :1692 
MS m/z:545(&r>1) 
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Me 



mmm 


-R« 




33 




-Ph 


fe-fe$£ira(AcOEt-iso-Pr 2 0) 

nop. 171-172°C 

TcmMKW. CJ0H33F3N4O2 
^Efiffllli. C, 66.90; H, o.i 8; N, 10.40 
H^fii C, 66.89; H, 6.18; N, 10.18 


34 


„p 


&Sfi3S^(AcOEtHso-Pr 2 0) 

mp, 189-190°C 

5c^#ffi1tC 2e H 32 F 3 N 5 0 2 
Hlrafg C, 63.74; H, 6.11; N, 13.27 
US*® C, 63.74; H, 6.05; N, 13.11 


35 




NMR 5 (CDCI 3 )ppm:1 .20-1 .39(2H.m),1 .47(9H,s),1 .67-1 .90(3H,m), 
2.03(2H.q,J=7.5Hz).2.65-2.83 (2H,m) ^.93(3H,s).4.00-4.26(2H,m) f 5 
^3-5.55(2H,m).7.57(1 H,d,J=3.5Hz),7.62-7.68(2H.m),8.00(1 H.d, J=3. 
5Hz).8.1 2-8.1 8(1 H,m) 
IR l/(KBr)cm-':1694 
MS m/z:546(M*+1) 


36 


HM 

/ 


W 


NMR 5 (CDCI 3 )ppm:1 ^0-1 .39(2H.m),1.47(9H f sXl. 68-1 .93(3H,m), 
2.03(2H, q. J=7.5Hz),2.65-2.83 (2H.m) Z90(3H i s).4.00-4.28(2H.m).5 
.25-5.80(2H,m).7.20<1 H,s),7.31 (1 H f s),7.61 -7.69(2H. m),8.1 5-8.21 (1 
H l mXl1.71(1HJbrs) 
IR v(KBr)cnf , :1694 
MS m/z:529(M*+1) 


37 


a 


2> 


NMR 5 (CDCQppmzl .20-1 .36(2H,m) t 1 .47(9H.s),1 .54-1 .84©H,m), 
2.03(2H f q.J=7.5Hz) > 2.62-2.81 (2H ? m) ,2.92(3H,s),3.97-4.30<2H,m),4 
.90(2H.tJ=7.5Hz),6.66(1 H,dd,J=3,2Hz).7.30(1 H.dd. J=3, 1 Hz),7.60~7 
.68(3H,m),8.06-8.1 1 (1 H.m) 
IR v(KBr)cnf , :1694 
MS m/z:529(M'+1) 


38 




2> 


NMR d (CDCI 3 )ppm:1 .1 5-1 .31 (2H,m),1 ,46(9H,s),1 .52-1 J2(3H,m), 
1 .97(2H,q f J=8Hz),2.60-2.78 (2H,m) ,2.93(3H.s).3.98-4.23(2H,m),4.7 
9(2H f t,J=8Hz)J^4(1H t dd.J=5,3.5Hz),7.57-7.67(4H t mX8.03-8.08(1 
H.m) 

IR Z/(KBr)cm- , :1692 
MS m/z:545(M*+1) 
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mmm 


-R 1 


R 3 - 




39 


-Ph 


BocN^^j 


&-fefSH(AcOEt) 

mp, 204-205°C 

^5Mfrff GbHmFiN|Oz 
MMW. C, 63.99; H, 5.75; N, 13.33 
USUI C, 63.77; H, 5.68; N, 13.35 


40 






NMR 6 (DMSO-d 6 )ppm:1.37(9H^) > 2.32(4H, 
U=5Hz),2.90(2H,t,J=6.5Hz),3.17(4H f t.J=5 
Hz).5.02(2H,t,J=6.5Hz),6.34(1H.dd,J=6,2.5 
Hz).6.87(1 H,brs).7.10(1 H.brs),7.83(1 H.t, J= 
8Hz).7.88(1 H,t,J=8Hz),8.28(1 H,d,J=8Hz),8. 
55(1 H.d.J=8Hz),1 1 .73(1 H,brs) 

ir ^(KBrW.^eo.iego 

MS m/z:513(M*-1) 


41 


-Ph 


BocN JL 


Sffe&ttiKEtOH) 
mp,189-190°C 
7G^#*riIC 28 H 29 F 3 N 4 03 
SUM C, 63.87; H. 5.55; N, 10.64 
C, 63.87; H, 5.50; N, 10.68 


42 


/ 


BochL JL 


&&&$H£&(MeOH) 
mp,219-220t 

JIM C, 60.57; H, 5.47; N, 13.58 
US**! C, 60.43; H, 5.34; N, 13.57 


43 


-Ph 


a 

1 

Boc 


3*St1ife&&(AcOEtHso-Pr 2 0) 
mp. 161-162°C 

mWaW. C, 66.40; H. 5.96; N, 10.68 
USSfil C. 66.51; H, 6.09; N. 10.70 


44 


H p 


a 

1 

Boc 


^■&^M(AcOElHso-PrjO) 
mp, 1 83.5-1 84.5°C 

Slifii C, 63.15; H. 5.89; N, 13.64 
UStfit C, 63.00; H. 5.80; N, 13.56 
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mmm 


-R« 


R 3 - 




39 


-Ph 




&r&$SJg(AcOEt) 

mp, 204-205^ 

JtBfttifM C 2B H3oF 3 N 5 0 2 
ill C, 63.99; H, 5.75; N ( 13.33 
ISEI C. 63.77; H f 5.68; N, 13.35 


40 






NMR S (DMSO-a^pm:1.37(9H,s),2.32(4H, 
t f J=5Hz) f 2.90(2H,t,J=6.5Hz).3.17(4H,tJ=5 
Hz),5.02(2H,t,J=6.5Hz) f 6.34(1H,dd r J=6,2.5 
Hz).6.87(1 H,brs).7.10(1 H,brs),7.83(1 H.U= 
8Hz),7.88(1 H,t,J=8Hz) t 8^8(1 H.d,J=8Hz),8. 
55(1H,d,J=8Hz),1 1.73(1 H,brs) 
IR 1/^8^0111^:3460,1690 
MS m/z:513(Nr-1) 


41 


-Ph 


BocN. 


**fe«#il(EtOH) 

mp f 189-190°C 

7bBft%TB. CjeHaFa^Oa 
Slraifi C, 63.87; H, 5.55; N t 10.64 
SISfcfit C, 63.87; H, 5.50; N, 10.68 


42 


/ 


BocN. Js^ 


mp,219-220°C 

TtmftMtm CesHeaFsNsOa 
SEaalB. C, 60.57; H, 5.47; N, 13.58 
£M C, 60.43; H. 5.34; N, 13.57 


43 


-Ph 


Boc 


^H^feSwCAoOEtriso-PrjO) 

mp, 161-162°C 

TZmMftU C J9 H 3t F 3 N 4 0 2 
Sirafil C, 66.40; H. 5.96; N, 10.68 
M&M C, 66.51; H, 6.09; N. 10.70 


44 


„p 


a 

1 

Boc 


iSft5^ll(AcOEtHso-Pr 2 0) 
mp, 1 83.5-1 84.5°C 

Sf&lt C, 63.15; H, 5.89; N, 13.64 
C, 63.00; H. 5.80; N, 13.56 
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mmm 


-R' 


R 3 - 




45 


o 

/ 


a 

I 

Boc 


&tfe!§SCAcOElHso-Pr 2 0) 
mp. 1 68.5-1 69.5°C 
7C^##f m C 28 H2 8 FjN 5 0 2 S 
HHHC 58.74; H, 5.31; N, 13.17 






HS^ii C, 58.90; H. 5.32; N, 13.18 


46 


-Ph 


BocN-^^ 


fe-fe£H£JI(AcOEt-iso-Pr 2 0) 
mp, 219-221 ,, C 

MMB. C, 67.62; H, 6.04; N, 10.18 
USUI C. 67.52; H. 6.16; N, 10.11 


47 


/ 


BocN-^ — ' 


§&a-&ffi:RJI(AcOEtHso-Pr z O) 
mp. 158-160^0 

7i;MftlSiB. C a H3 2 F 3 N s 0 2 -1/4H 2 0 
SfifiS C, 64.02; H, 6.02; N, 12.87 
HSMI C. 63.98; H. 5.94; N, 12.72 


48 


-Ph 


BocHM- 


^■EfSre(AcOEt) 
mp. 222.5-224t 

mmm c, 63.15; h. 5.08; n. 12^7 

USUI C, 63.16; H. 5.06; N. 12^6 


49 




BocHN- 


&|-felS&(AcOElHso-Pr 2 0) 
mp. 166-169°C 

SUM C. 59.32; H. 4.98; N. 15.72 
USUI C. 59.44; H. 5.02; N. 15.42 








&*ffe$£i.p'^iSig](EtOH) 

mp.205.5-207.5°C 


50 


-Ph 


Me 2 N- 


C M H 19 F 3 N 4 -1/2C 4 H 4 0 4 
afra^C. 62.44; H. 4.78; N. 12.66 
USUI C, 62.28; H, 4.97; N. 12.69 


51 


H p 


Me 2 N- 


BWffefSHP^UgHSKEtOH) 
mp^28-230°C(^f?) 

C 19 H t8 F 3 N s -1/2C 4 H 4 0 4 
3111® C. 58.47; H. 4.67; N. 16J23 
UStfit C. 58.31; H. 4.72; N. 16.14 
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mmm 


-R' 


R 3 - 




45 


P 

/ 


a 

1 

Boc 


^fe!S^i(AcOEMso-Pr 2 0) 
mp. 1 68.5-1 69.5°C 

JSoHlfi C. 58.74; H, 5.31; N, 13.17 
HSMI C. 58.90; H, 5.32; N, 13.18 


46 


-Ph 


BOCN 


&feit#ll<AcOElHsa-Pr 2 0> 
mp, 21 9-221 1 

Sin fit C, 67.62; H, 6.04; N, 10.18 
C. 67.52; H. 6.16; N. 10.1 1 


47 


/ 


docN 


^feStta(AcOEtHso-Pr z O) 
mp, 158-160°C 

TtmMSf®. CaHjzFsNsOz-IMHjO 
311111 C, 64.02; H, 6.02; N, 12.87 
HS£H C. 63.98; H. 5.94; N, 12.72 


48 


-Ph 


BocHN- 


&"&IS&(AcOEt) 

mp. 222.5-224°C 

TtmMfr fit C M H a F 3 N 4 0 2 
9H@ C, 63.15; H, 5.08; N, 12.27 
USelffl C, 63.16; H f 5.06; N, 12.26 


49 




BocHN- 


^feSS(AcOEt-iso-Pr 2 0) 

mp. 166-169°C (#®) 

Tcfftttflffil C^HzzFaNgOz 
SlUi C. 59.32; H, 4.98; N, 15.72 
USSH C. 59.44; H, 5.02; N, 15.42 


50 


-Ph 


Me 2 IM- 


Steles fcfc B Til II Kfc4fe1/c*/^l_l\ 

mp.205.5-207.5 a C(4J-») 

C 2) H, 9 F 3 N 4 -1/2C 4 H,0 4 
SIHI C. 62.44; H, 4.78; N, 12.66 
HSNt C, 62JZ8; H, 4.97; N, 12.69 


51 




Me 2 N- 


&*Sfe*S&[77;U&}g](EtOH) 
mp,228-230°C(#fi?) 

C 19 H 18 F 3 N S -1/2C 4 H 4 0 4 
Sliii C. 58.47; H. 4.67; N, 16.23 

mmm c. 58.31 : h, 4.72; n, 16.14 
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BocN x 

i 




mmm 


-R 1 


-R 2 




52 


-Ph 


V 


&*ifelS&(AcOElHso-Pr 2 0) 
mp,150-151°C 

aimii C, 74.97; H. 7.31; N, 11.28 
Hifcfit C. 74.62; H. 7.25; N, 11.09 


53 


r 


V 


aSfetJ-tf&CAcOEt) 

mp.ige-w.s'c 

yu^s/JUl U3. '-'29 '35' 5 2 

Strati C, 71.72; H f 7.26; N, 14.42 
M&B. C, 71.57; H, 7.27; N, 14.38 


54 


-Ph 


-Ph 


*SSft$t#iii(AcOEt) 
0^.181-182^ 
5n^^flf fit C^KUhLO* 

«/ *-» yj *mi v^24" '36 4 2 

aiftfil C, 76.66; H, 6.81; N, 10.52 
Hit® C, 76.49; H, 6.80; N. 10.50 


55 


r 


-Ph 


*lfe$£^(EtOH) 
mp,1 98.5-200^ 

Tcf^^flrfil C«rt, K NcO»-1/4H,0 

yu^/j tit u=± v 32 '35 5 2 ' * *2 V 

Strait C f 73.05; H, 6.80; N, 13.31 
SISEfi C, 73.04; H f 6.71; N, 13.27 


56 


-Ph 




mp,21 4.5-21 6t 

MMW. C. 73.54; H. 6.56; N, 10.72 
Hiftl C, 73.43; H. 6.54; N, 10.66 


57 


-Ph 




&S£ISJI(MeOH-AcOEt) 

mp.221.5-222.5°C 

Tm-ftHrW. CjzH^OzS 
3H© C, 71.35; H. 6.36; N. 10.40 
HSMI C, 7121; H. 627; N, 10.34 



68 



WO 01/58900 



PCT/JP01/00816 






-R" 






52 


-Ph 




3tfife*Sia(AcOEtHso-Pr 2 0) 
mp,150-iolT» 

C, 74.97; H. 7.31; N, 11.28 
HS&fg C, 74.62; H. 7.25; N. 11.09 


53 


P 




&Sfe£M£ B B a (AcOEt) 

mp f 1 96-1 97.5 C 

7C^^«f fit QbHssN^ 
SIHI C, 71.72; H f 726; N, 14.42 
USUI C, 71.57; H t 727; N, 14.38 


54 


-Ph 


-Ph 


*5fe$H£JI(AcOEt) 
mp f 181-182 u 

ailii C, 76.66; H, 6.81; N, 10.52 
HlftfE C. 76.49; H, 6.80; N, 10.50 
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HN ^ 

P 


-Ph 


*lfi|£&(EtOH) 
mn iqo «i— 9nn°f > 

5c^»«fM CaHwNsO^I/^O 

C. 73.05; H, 6.80; N. 13.31 
USUI C. 73.04; H, 6.71; N, 13.27 


56 


-Ph 


^> 


fe-feSra(MeOH) 

mp.21 4.5-21 6°C 

7cS##Ht C M Hj4N 4 0 3 
SUifil C, 73.54; H, 6.56; N, 10.72 
UStfil C. 73.43; H, 6.54; N. 10.66 


57 


-Ph 




M£ISJI(MeOH-AcOEt) 
mp^21.5-222.5°C 

Slafil C, 71 .35; H. 6.36; N. 10.40 
USUI C, 71.21; H. 6J27; N. 10.34 
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4- [2- (4-^;>*/h-2-7i^-lH-'f^^ [4, 5-c] 

y y- i aO a^/w] -i-t»-<y e^^/i^ygg tert-^^/u 

4- [2- (4-^Dn-2-7x=/U-lH->f^/ [4, 5-c] 3r/ 
-<4?V) x.*f-)V] - 1 - t°s< V ^-yjj/Vfcym. tert-7*5vV 1 . OOg, 
f-XWMQ. 6 2 gS^^ / -/I' 2 Oml ©H-g-fl^, / — 
& h 1 0 Otlt? 2 H#HS1MLfc 0 Jfc^m, SJ©ffl^»m h y ^1. 4 

ml &*P*T*fffl*tii&«ritJfcU frRW * J -/I'X'MlfcfcfrVX 0 . 7 5 g 

b ^7 7 -f -tlSMlt 0 . 5 7 g (DM&BMi&fttz. ffigt^Asb 

(Dimfribw&MiLx, M2 5 3~2 5 8t (5m) om&mgkzmco 

7C^W C^H^N^S • 1/4 H z O 

a^H: C, 68.19; H, 6.64; N, 11.36 
lit C, 68.34; H, 6.52; N, 11.37 

MMM 5 9 

4- [2- (4-^7;-2-7x^-lH-^^/ [4, 5-c] =*V 

!)v-i-^) ^5Vw] -1-tr^y^v^/nKyifttert-^/w 

1 - [ 2 - [ 4 - (1 -tert-7* h 1:°^ V *?A/\ - 2 

-7i-/V-lH-^?^/ [4, 5-c]=3r/yy 5 KO. 37g 
X^7/ MJ^f/WVO. 13ilWrf7tKc77V7. 4 ml 
fiT, 1, 8-^T1ftfi/^n [5. 4. 0] -7-7^^0. 2 6ml©f 
h7tKn77^2. 6«l»lftSr«TU 2«fW»«Ufc 0 R*S«»||Sr«*Us 
M^Siif^-n-^/^y (1 : 1) Litis!) 7*9 

1^7 7 LT0. 2 4 gOiEfe^ B ^#fc 0 **/-/u£2-7* 
o/V-/KD»f 5 j?g|U > K2 15.5-2 1 7 < CO*$^^tr#^lo 
55*&*Ht C 29 H 31 N 6 0 2 
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$mws 8 

4- [2- (4-^/^7*h-2-7x=/V-lH-'f^y [4, 5-c] 
3r / U y- 1 — 'f /V) ^^/H - 1 - fc'^ y v^tf/l^V^ tert-7^/l> 

4- [2- (4-^on-2-7i^-lH-^^/ [4, 5-c] 
y^-l—f/l') ^5vP] - 1 -f-^y v^y^/U^^tert-y^/H . 0 0 g, 
f^B-MO. 6 2 g&TJ^*/-/^ Oml <DU&%!$:, 7 — 

1 0 0^T?2ltra»Lfc o R&iB&mfc. h V Jc^/UT 5 > 1 . 4 

ml ^O^Tlfm^Hli^ii&U MW^/^K'IWttO. 7 5g©i 

f^?^ -tin lxo. 5 7 g iDM&ifc&zmc* mm^^k * ? y ->\< 
(omm^b^m^^x, M2 5 3~2 5 8t (tm) (Dm&mghzntc. 

jm^m. C^N^S • 1/4 H z O 
111 C, 68.19; H, 6.64; N, 11.36 
lit C, 68.34; H, 6.52; N, 11.37 

H»J 5 9 

4- [2- (4-V7/-2-7x^-lH-^ ^?V* [4, 5-c] 

1 - [ 2 - [4 - (1 -tert-^ 1- ^i/TJ/Mwl') fc°^y *?A/\ ^>V\ - 2 
-7XX/U-1H — [4, 5-c]^r/y>- S-^-df-v'KO. 37g 
m*i/T; Y y ^f-z^v-y^O. 13ml©7h7tKn77^7. 4ml 
fiTx 1, 8-v?T1fl^^cz [5. 4. 0] -7-17^x^^0. 2 6ml ©f 
h7tFn77V2. 6ml»^TU, 2 ftPQSife Ufc Q £J&m»£W* U 
a^^^^-n— (1 : 1) ^m^<b Lfcv/y Xf/VfrvJ*? 

a•r^^77^•cltl^L■ro. 2 4 g<D$=&*£ff B £#;fc 0 /^/-a^ 2-:/ 

D/V-/KD»WfelLtJl2 15.5-21 7°C(DM&&ik*mtz. 0 
Tcf^flHlt C 29 H 31 N s 0 2 
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«tt C, 72:33; H, 6.49 ; N, 14.54 
Ml C, 72.21; H, 6.42; N, 14.51 

MMM 6 0 

1 - [ 2 - [ 4 - (1 -tert-7 h * v/#/Wtf=-/U) t'^ y S?A0 at^/U] - 2 
-7x=;l/-lH--f^y [4, 5-c] ^;!)y-4-M^i 

4- [2- (4->77-2-7x^-lH-^ [4, 5-c] 

y > — X ^jV\ - 1 - tr^JJ S^tf/WKV&tert-^fvV'O. 8 0 g, 

i p%7KSMt;-t- h y ^A7K^8mis.^^y-;n 6 mi <D%-§m*. 4mmm 

«^P^T P H3~4(C^SLfc^, i&K*:S*Ufc. WWbfc^ H s B ^T^ 
^LTO. 7 2 g©fcft*N&£#fc. ^^y-/^bH^LT, 1^201. 

5~2 o 4V<Dm&&&zmc 0 

5n##*ftt C B H B N 4 0 4 - 1/4 H 2 0 
SffiHK C, 68.96; H, 6.49; N, 11.09 
£M C, 69.03; H, 6.27; N, 11.03 

H«J 6 1 

2-7i=^-l- [.2- (4-lf^y vVv) -4-MJ7/Utn^ 
5vV- 1H — f [4, 5-c]^yy^ 

4- [2- (2-7x^-4-MJ7;Vtn^f/V-lH-f$^/ [4, 

5-c] y ^-i-^) ^/v] -i-tr*y vyfi/^ym tert-^f- 

/WO. 40g©l, 2-^^nnai^y3ml^fc > h y y;^nmk 1 ml » 

ttsiT? 3 o ^rowLfc, y i . 

ttffiJfc«rJK*«, »«E«rS*U iM^V 
7"P lf/Wx-r;K'^LT 0 . 3 2 g OSfcWfcfedl&fcfc. fflflfc^/^b?? 
UT, SIJ 7 2. 5-1 7 3. 5 x;<Dmffi&MMi&&t£o 
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" C, 72.33 ; H, 6.49 ; N, 14. 54 " " 

IRI C, 72.21; H, 6.42; N, 14.51 

MMM 6 o 

1- [2- [4- (1 -tert-:/ h^SO&A'afci/U) fcV< y ai^/U] -2 

-7x^-ih-^5^/ [4, 5-c] =^/y^-4-*/u#y^ 

4- [2- (4-i/77-2-7x^-lH-^^/ [4, 5-c] 3V 
V 1 — f /U) - 1 -t°^<y ^y^77W^V^tert-^^/V0 . 8 0 g, 

1 0 %tK»^ h y 17 A7k^ 8 ml RTfi^* J 1 6ml <D®&m*. 4 B#Wj1 

#LT0. 7 2 gOiM B l^ffc„ ^;-;^f,^iLT, S^2 0 1. 
5-2 0 4 t CC0^^ H ^#yt o 
7G*^|t C^H^N^O^ • l/4H a O 

9tel C, 68.96; H, 6.49; N, 11.09 

HUtt C, 69.03; H, 6.27; N, 11.03 

Hlfcfl I 6 1 

2- V 1 - [.2- ( 4 - If y v?/V) oi^/V] -4-M)7/VtP> 
f/V-lH-f^/ [4, 5-c] 

4- [2- (2-7x^-4-MJ7^n^fA'-lH- f 5 *V [4, 

5 - c ] ^yjjy-i-^^) ^^/v] - 1 - y v^/v^m tert-^ 

/WO. 4 0gC01, 2-v ; ^nn^^^3ml^^ > h y 7/^o|fiS lml %M 

t-caarca o&mmwvit Q v vj»*.m&wzaa*.. i, 

UT. 1 7 2 . 5-173. 5 t©Wiil:||f:, 
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TciMl e^FjNv - — 

SffsKt C, 67.91; H, 5.46; N, 13.20 

mmm c, 67.73; h, 5.42; n, 13.07 

mmm 6 1 c^tot, n»j 6 2 ~ 1 1 8 (Dit^vozmc 
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-R' 


R a 










&-&&mibV7Jl'*a&&tg\ (EtOH-AcOEt) 
mp,198.5-200.5 c C(##?) 


62 


XT' 


H 


7cig##rfil C i4 H a F 3 lH 4 CF 3 COJri 
SUfit C, 47.00; H, 3.49; N, 8.43 
USUI C. 46.74; H, 3.48; N, 8.43 








&!-fe$S&[Hj:7;M-Q»S?£] (EtOH-AcOEt) 
mp.22ZJa-223.5?C{ftm) 


63 




Me 


TtMMftfe C„H 24 F,IN 4 -CF 3 CO z H 
Hsnfit C 47.80; H, 3.71; N, 8.26 
HHfii C, 47.65; H, 3.73; N, 8.35 
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H 


mp,280-282.5 <, C(#$) 

7c|i##f<iC a H 22 F J N 5 
Slitfit C, 63.91; H, 5.36; N. 16.94 
H^fit C. 63.72; H. 5.36; N, 17.03 


65 


p 


H 


&&&&iwji>*ammm (acoeo 

mp.l 33.5-1 ^JSrciMg) 




C^F^O ■ CF 3 CO z H • 1 /2HjO 
Sl&fit C, 53.63; H. 4.31; N. 10.42 
Hilfit C, 53.51; H, 4.29; N, 10.39 


66 


p 


H 


&n&ft#&lbiJ7)\,*n&Mjg} (EtOH) 

mp,237-239°C 

TC^^Sffil 




C a H M F 3 N 4 S • CF 3 CO t H -1/41^0 
mimfe C. 52.50; H. 4.13; N, 10.20 
Ullfit C, 52.46; H, 4.19; N, 10.27 
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jtmfititiU C 24 H 23 F } N 4 — '• 
mmW. C, 67.91; H, 5.46; N, 13.20 
HfHfi C, 67.73; H, 5.42; N, 13.07 

mmme i«^ot, mmme 2-1 1 s<oit^m^tc a 
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H 


MtSACh'^^nmtt] (EtOH-AcOEt) 

mp.198.5-200.5°C(#fl?) 

7c3^# fffil C^FM • CFaCOjH 

C, 47.00; H, 3.49; N. 8.43 ; 

C. 46.74; H, 3.48; N, 8.43 


63 


XT' 


Me 


&!fel§Si:Hj:77M-Qi*8l&] (EtOH-AcOEt) 

mp^22.5-223.5*C(^fif) 

7c3t##rll CkHmFjHVCFjCOiH 

SHil C. 47.80; H, 3.71; N, 8.26 

Hitit C. 47.65; H, 3.73; N, 8.35 


64 




p 


H 


mp.280-282.5°C(#$) 

TC^ffiEC^HaFjNs 
SUM C, 63.91; H, 5.36; N, 16.94 
MBU C, 63.72; H, 5.36; N. 17.03 


65 






H 


n&mmb'j7j\>*mmmi (AcOEt) 

m p,i33.5-i36.5 ,, C(#fi?) 

CzzHaFj^OCFjCOiH-I^HzO 

C, 53.63; H, 4.31; N, 10.42 
USUI C, 53.51; H, 4.29; N, 10.39 


66 i 


s 


D 


H 


$tm&&vt&ib')7n>*ammig] (EtoH) 

mp^37-239°C 

CjhHmF^S ■ CF 3 C0 2 H • 1 /4H 2 0 
airaii C. 52.50; H. 4.13; N, 10.20 
HSfcll C, 52.46; H, 4.19; N, 10.27 
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-R 1 
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Me 


^fetf«^[h'j7^PSfBI^](2-PrOH) 

mp,159-161°C 

TC^J-flffit 

Sillg C. 53.33; H, 4.39; N, 9.95 
HHfit C. 53.19; H. 4.28; N. 9.95 


uo 




le 


fBs&MtW7)U*nW?mm (EtOH) 

aiffliil C. 53.33; H, 4.39; N, 9.95 
HSHg C f 53.30; H f 4.34; N f 10.03 


69 


HN^S 


(MeOH-2-PrOH) 
mo 283-284°C 

7C^t##rfit Ci.HaFaNs-CFaCOjtH HiO 
Slifit C. 50.55; H. 4.43; N, 15.38 
HHH C. 50.43; H, 4.31; N. 15.41 
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gtflfe$H*^<AcOEt) 

mp,199-200°C 

TtmftffiM C^HmFjNsS 
Sl&fit C, 58.46; H, 4.67; N, 16.23 
HHfii C, 5828; H, 4.72; N. 16.05 


71 


JO 


§8l&MlWZM*a&&m (AcOEl^EtOH) 
mp,182.5-184°C 

5n^»*f fit QmHbFj^-CFsCOiH 
aimfit C. 57.35; H, 5.55; N. 10.29 
Hilfit C. 57.18; H. 5.49; N, 10.33 
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Me 


1^,159-161^ 

C23H23F3N4S CF 3 C0 2 H • 1 /4H 2 0 
SUSHI! C, 53.33; H, 4.39; N, 9.95 
HS&ffi C. 53.19; H f 4.28; N, 9.95 
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Me 


mpJ208.5-2im#<£) 
C^H^^S " CF 3 C0 2 H - 1 /4H 2 0 

C, 53.33; H, 4.39; N, 9.95 
USUI C, 53.30; H, 4.34; N f 10.03 
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(MeOH-2-PrOH) 

oq«)_ooa < V > 

nrip f Zoo ^04 0 

7c3t#*T<g C^HaFjNgCFjCO^HjO 
MMM C. 50.55; H, 4.43; N. 15.38 
C. 50.43; H, 4.31; N. 15.41 
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mp,199-200t 
7G%5MH£ C^HmFjNsS 

C, 58.46; H, 4.67; N, 16.23 
USUI C. 58.28; H, 4.72; N, 16.05 


71 




O 


m&1£&lb')Z>J\,4rU&migl (AcOEt-EtOH) 
mp.1 82.5-1 84°C 

5cS#«ffit C 24 H a F J N 4 -CF 3 CO i H 
aHfil C. 57.35; H, 5.55; N, 10.29 
C. 57.18; H. 5.49; N. 10.33 
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-Ph 


mp, 241— 242.5\Jt7Xf$?} 

56^^#fii C^HaCIFsN^CFaCOjH 
Still C. 54.51; H, 4.05; N. 9.78 
HSfcfil C. 54.53; H, 4.14; N, 9.93 
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m 


P 


mp, 244-246 iJIttiKm 

7C^*fM C zz H 21 CIF3N 6 CF 3 C0 2 H-3/4H 2 0 
SMSI C. 50.10; H, 4.12; N. 12.17 
HlUg C, 50.23; H, 4.07; N. 1 2.36 
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s 




gtflfe$£&(MeOH) 
mp, 232.5-234 C\.ys?fr) 
5c^t#*T H C 21 H 19 CIF 3 NsS 
S^fil C, 54.13; H, 4.11; N. 15.03 
HSfit C. 54.20; H. 4.24; N. 1 5.04 


75 




il-6^a[h«J7;U^-P^«J(MeOH) 

mp, ZaO-Z95 Cl5fJ»V 

TC^tfl-flrfit CyHaoCIFjNs-CFaCOjH 
MmB. C. 49.08; H, 3.76; N, 14.93 
HSli C, 49.1 1 ; H, 3.80; N, 1 4.83 
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0 




&ft£^[HJ7;U*nit&£](MeOH-AcOEt) 

mp, L 1 xr^Cc. 1 W/ 

7ESt#*flI C a H M CIF3N 4 OCF 3 C0 2 H 
Sit® C. 5121; H, 3.76; N, 9.95 
H&H C, 51.17; H, 3.75; N, 10.04 
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0 


mp. 217-219^C(#&) 

7G^i#*fiI CaHajCIFa^SCFaCO^-I^O 
Slrali C. 49.03; H. 3.77; N, 9.53 
llSUfi C, 49.03; H, 3.71; N, 9.56 


78 


) 


0 


*8fe$£^[MJ7/U*ngfKJ£](MeOH) 
mp. 246-248^0 

Ttmfttii ft CaHMCIFs^-CFaCOjH 
S1HI C. 53.15; H. 4.82; N. 9.92 
US® C. 5327; H. 4.83; N. 9.94 
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-Ph 


mr» 941—949 ^^(0452^ 

TcmfttiiW. C 44 H a CIF,N < CF s C0 2 H 
Sltll C, 54.51; H, 4.05; N, 9.78 
C. 54.53; H. 4.14; N, 9.93 


73 


HN ^) 

r 


mp, Z*Ht ZHO IATjjCT/ 

7C^t##fM 0^0^5^00^-3/4^0 
J^Iraffi C 50 10- H 41?- N 1? 17 
USUI C. 50.23; H. 4.07; N, 12.36 
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&*ifefS£(M e 0H) 

mn 919 H~91A°rz(4±ti£\ 

5c#t##f ® C 21 H 19 CIF 3 N 5 S 
Slfflii C. 54.13; H, 4.11; N. 15.03 
USUI C, 54.20; H. 4.24; N. 15.04 


75 


HN ^) 

H 


mn 9qn— 9Q^°n(4>^S1 
mp, t-o\i 73 rn-J 

TcfftSNJrfil C 2l H 20 CIF 3 N 6 CF 3 CO iE H 

aiili C. 49.08; H, 3.76; N, 14.93 

USSli C. 49.1 1 ; H. 3.80; N, 1 4.83 






&fe*Sw[W/^ngf&iI](MeOH-AcOEt) 
mn 219-221°C($MB) 


76 


p 


TtmMirW. CaHajCIFj^O CFjCOiH 
Slfflfi! C. 51.21; H, 3.76; N, 9.95 
C, 51.17; H. 3.75; N, 10.04 


77 


p 


mp. 217-219t(#fi?) 

7C^»«f® CaHaCIFa^S-CFjCOjH-I^O 
Sffflli C. 49.03; H, 3.77; N, 9.53 
H§&® C. 49.03; H, 3.71; N. 9.56 


78 


p 


mp, 246-248°C(#&) 

TvmftMrtM. C a H 28 CIF 3 N 4 -CF 3 C0 2 H 
SH® C. 53.15; H. 4.82; N, 9.92 
USUI C, 53.27; H. 4.83; N, 9.94 
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JO 


CI 


&Hfef£.g[HJ?;u*nB^m](EtoH> 

mp. 236-237 < fc(#$) 

Ttm^m. CmHmCIFs^-CFjCOjH 
SlUi C, 53.94; H. 5.05: N. 9.68 
HSMI C. 53.67; H, 5.05; N, 9.71 
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-Ph 


F 


&Hfe£#S[W;^nitgJ£I(EtOH) 

mp. 240-242 c fc(a-<f?) 

scmwmm c^^^-cFaCOjH 

mmW. C. 56.12; H. 4.17; N, 10.07 
HSMg C. 55.98; H. 4.25; N, 10.13 


81 


/ 


F 


mp, 252-254°C(#®) 

Ttmfttiife CaH^Ns-CFaCO-.H-l/^O 
MMfe C. 51 .99; H, 4.1 8; N, 1 2.63 
M%kM C. 51.92; H. 4.26; N, 12.74 
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o 

n 


F 


mp, 236-237^0 (#®) 

7C^i#WfiI C 2l H !9 F 4 ^S-CF 3 C0 2 H 
Slfflli C, 49.02; H, 3.58; N. 12.43 
USUI C, 48.72; H, 3.77; N, 12.36 


83 


r 


F 


ilfettt«S[hU7;^aTOJ!g](MeOH) 

mp, 249-250^C(#®) 

TzMfttirB. C 2l H M F 4 N 6 -CF 3 CO. ! H-H z O 
Sffflli C, 48.94; H. 4.11; N, 14.89 
I^Sfclll C, 48.80; H, 4.17; N, 15,01 


84 


P 


F 


mp, 239-241t(#&) 

C-aHjoF^O • CF 3 C0 2 H • 1 /4H 2 0 
Sifflit C, 52.32; H, 3.93; N, 10.17 
USSE C, 52.26; H, 3.82; N, 10.26 
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P 


F 


BfcHfefitt H B B [W;u*niEH*§](EtOH) 

mp, 234-235tJ(»«?) 

7C*»«fflt GaHjoFAS-CFaCOzH-HzO 
Jlinil C. 49.66; H. 3.99; N. 9.65 
HSMI C, 49.71; H, 3.99; N, 9.67 
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JO 


CI 


S6HfeSa[h'J7;i/^ai^ii^](EtoH) 

mp, 236-237 < fc(##> 

7G^#«rfl C 24 H 2a CIF 3 N 4 -CF J C0 2 H 
Slliifii C, 53.94; H. 5.05; N, 9.68 
HSIfif C, 53.67; H. 5.05; N, 9.71 


80 




-Ph 


F 


&fffetett.f B [W;i^nWg^(EtOH) 

mp, 240-242°C(fl^) 

TcmfttiiW. C24H22F4N4 ■ CF 3 G0 2 H 
SUfil C. 56.12; H, 4.17; N. 10.07 
HSfcfit C. 55.98; H, 4.25; N, 10.13 
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HI 


P 


F 


mp. 252-254 < fc(SMS) 

Jtmfttirfe CaH^F^j CF 3 C0 2 H • 1/2H 2 0 
SHSfil C, 51.99; H, 4.18; N, 12.63 
H@fc<S C, 51.92; H. 4.26; N, 12.74 


82 


S 

/ 




F 


mp, 236-237lC(3J-fl¥) 

7tm#tirM C 2l H, 9 F 4 N s S-CF J C0 2 H 
MMWL C, 49.02; H, 3.58; N, 12.43 
HSIfii C, 48.72; H, 3.77; N, 12.36 


83 




F 


mp, 249-250t(#®) 

jtm^HfM C^HjoF^-CFjCOjH-HjO 
SHHS C. 48.94; H. 4.11; N. 14.89 
^JSRufi O, HO.oU; H f 4.1 /; N, 10.01 


84 


a 


2> 


F 


mp, 239-241 

CaHjgF^O • CF 3 CO z H - 1 /Ak^O 
mmfe C. 52.32; H. 3.93; N. 10.17 
USUI C. 5226; H, 3.82; N. 10.26 


85 






F 


mp, 234-235lC(^) 

jtmWgTfe C 22 H 20 F 4 N 4 SCF 3 C0 2 H-H 2 0 
MmiM C, 49.66; H, 3.99; N, 9.65 
HHfil C. 49.71 ; H, 3.99; N. 9.67 



74 



WO 01/58900 PCT/JP01/00816 



Me^ N XF 3 



mm 






86 


-Ph 


mp, 234-235<fc(#S) 

TC^^flfli C^HaFalVCFaCOzH 
SHrHIl C, 58.69; H, 4.74; N, 10.14 
HSHS C, 58.44; H, 4.82; N f 10.01 


87 


„p 


mp, 280-284°C($tfg) 

TcBfttirB. CzaHz^Ng - CF 3 C0 2 H ■ 3/4H 2 0 
SHrafil C, 54.10; H. 4.81; N, 12.62 
HSIfil C. 54.14; H, 4.66; N. 12.70 


88 


P 

/ 


mp f 239-241°C(#®) 

5£f§##T ® CzzHzzFaNgS-CF^COzH - 1/4H 2 0 
SliifiS C, 51.11; H, 4.20; N, 12.42 
H^fiS C, 50.97; H, 4.01; N. 12.43 


89 


w 

/ 


mp. 303-305*0 

5uH##rfiI CzzHzaFsNfi-CFaCOzH-HzO 
SUfil C, 51.43; H, 4.68; N, 14.99 
HS&fil C, 51.35; H f 4.39; N, 15.09 


90 


p 

/ 


mp, 232-234 C(5fJS?) 

7C^»*ffi CaHaFs^O-CFjCOjH-HjO 
J±6H IIS O, 0J.0/, n, 4.0o; N, 1U.UU 
HSfcfi C, 53.39; H. 4.65; N, 10.00 


91 


p 


mp. 236-238t(#jg) 

TtMtttiiU C^HaFsI^S CFaCOjH-I^O 
Strait C. 52.91; H, 4.44; N, 9.87 
Hlfcfil C, 52.64; H. 4J27; N, 9.82 


92 




Jte&a[MJ7Jfctam&] (2-PrOH-AcOEt) 
mp. 161-162°C 

TtMiWiW. CjsHjsFj^O -5/4CF 3 C0 2 H 






SHH C. 55.32; H. 4.43; N, 9.38 
Hifcfil C. 55J22; H. 4.28; N, 9.45 
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-Ft' 


fttt[£]<?ie5gj£) 


86 


-Ph 


&Sfef§^[HJ7;u;J-aitiyg](EtOH) 

mp. 234-235lC(#«S) 

^EnBBlis. v/« Oo.Oj, n, !M f IU. I*r 

USUI C. 58.44; H. 4.82; N, 10.01 


87 


/ 


K*lfefS.§[HJ7;u*ngt®i&](MeOH) 

mp. 280-284°C(#8?) 

5c^t*MJfffi Cz3Hz 4 F 3 N 5 CF 3 COzH-3/4HzO 

SSErfBlIS O, 04. 1U, n, 4.0I, N, 1/.0Z 

H^il C, 54.14; H. 4.66; N, 12.70 


88 


P 


mp, 239-241 < t(#&) 

jZBfttii It CaHaFsNsS-CFjCOjH • 1/4H 2 0 

Jfflf^/fS P CI 11. U A Oft- M 19 /lO 

C, 50.97; H, 4.01; N, 12.43 


89 




SfcHfe&# H 1.[HJ:7;ufn»SI^<EtoH) 

mp. 303-305°C(#g?) 

TcMMfTB. CaHaFsNs-CFjCOzH-HjO 

3! Ira fill O *51 4*)* H A ftfl* M 14 QQ 

USSfg C. 51.35; H. 4.39; N. 15.09 


90 


P 


mp. 232-234 < fc(#«?) 

7C^»«fiI CaHaFj^O-CFaCOzH-HzO 
Slit! C 53 57' H 4 68- N 10 00 
IS! C. 53.39; H. 4.65; N, 10.00 


91 


P 


&Hfe«tt&[HJ7/M-nit&JI](EtOH) 

mp. 236-238t(»fi?) 

5c*^«ffit CjjHzsF^S-CFaCOjH-I^O 

C, 52.91; H. 4.44; N. 9.87 
m$£M C, 52.64; H, 4JZ7; N, 9.82 


92 




&&&&U- l )Z7)l,*umWMl (2-PrOH-AoOEt) 
mp. 161-162t 

7ESfl-#rtI Cz S HzsF,N 4 0-5/4CF 3 COzH 
SlUi C. 55.32; H. 4.43; N. 9.38 
USUI C, 55.22, H. 4.28; N. 9.45 
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-R 1 




93 




-Ph 


mp. 218-219°C(#&) 

Sllrafit C, 58.69; H. 4.74; N, 1 0.1 4 
HiHI C, 58.43; H. 4.82; N, 10.05 


94 


H^ 


P 


HfifS&[M;:7^*oimj!g](MeOH) 

mp, 233-234°C(5} , <E) 

5^t#«rfit C a H i4 F 3 N s CF 3 CO I H-1/2H 2 0 
SUM C, 54.54; H. 4.76; N, 12.72 
HS&fit C. 54.27; H, 4.79; N, 12.72 


95 


o 

r* 


&f£fe£M^[HJ:w*n0SIJ&](EtOH) 

mp, 243-245t(#$£) 

JC*##rfi§ CaH^NsS CFsCOiH 
Slfflll C, 51.52; H. 4.14; N, 12.52 
USUI C, 51.61; H. 3.98; N, 12.70 


96 




mp, 306-308°C(#fi?) 
TCmfttiiM C a H a F a N s CFsCOjH • 1/4H 2 0 
C, 52.70; H. 4.51; N, 15.36 
USUI C, 52.79; H, 4.33; N, 15.37 


97 


0 




^fe$ttt£[HJ:7^*o#&i£I(EtOH) 

mp. 232-234t(»fif) 

TC^iJ-Wfil C^HaFa^OCFjCO^-I^O 
SUfii C, 54.45; H. 4.57; N. 10.16 
Hilfil C, 54.57; H. 4.37; N, 10.24 


98 


5 


2j 


mp. 227-229^ 

5c0»*ffit CaHaFaN^CFaCOzH-IMHjO 
Slifit C. 53.33; H. 4.39; N. 9.95 
Unfit C, 53.32; H. 4.27; N. 9.76 
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Me 



mmm 


-R' 




93 


-Ph 


mn 91 ft— 91 Q 0 !^ f 4>&2^ 

5c^*f<i C^HaFa^-CFjCOjH 
Sfifil C, 58.69; H, 4.74; N. 10.14 
HHH C, 58.43; H, 4.82; N, 10.05 


94 


HU 


P 


mn 9*51— OTA^f 4^485 ^ 

5cgt##HI C 23 H 24 F 3 N s -CF 3 CO J H-1/2H l O 
SiHS C, 54.54; H. 4.76; N. 12.72 
Hl&lg C. 54.27; H. 4.79; N. 12.72 


95 


o 


&Stfe£f#&[HJ7/M-nft&iSJ(EtOH) 

mp, t*to t*to \/\/Jnt/ 

5c*^«f iW C^H^FaNsS CFaCO^ 
SiHI C. 51.52; H f 4.14; N, 12.52 
USSH C f 51.61; H f 3.98; N, 12.70 


96 




m p 306-308°C(^H£) 

i*t|# t www www \ ✓ J fjr / 

TC^tttffifil C ia 4 a F :l N 6 -CF 3 C0 2 H-1/4H z O 
Sllfii C, 52.70; H. 4.51; N. 15.36 
HS&il C. 52.79; H. 4.33; N, 15.37 


97 


a 




8tflfe£W.l[W;i^oTO^(EtOH) 

mp. 232-234 < t(#fi?) 

7tmMSim. C 23 H a F 3 N 4 O CF 3 C0 2 H -1/2H l O 
WSmW. C. 54.45; H. 4.57; N. 10.16 
HSiiil C. 54.57; H, 4.37; N. 10.24 


98 






mp. 227-229 a C (ftM) 

Ttmfttirm CaH^N^-CFjCO^-IMHjO 
Strait C. 53.33; H, 4.39; N. 9.95 
H&lfi C, 53.32; H. 4.27; N. 9.76 
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, . R 1 





-R' 


R 3 - 




99 


-Ph 




1 


3Hffe$S,g(AcOEt) 
mp.187-188°C 

III C, 64.93; H, 5.21; N, 16.46 

Cj3 jEffeJafe /> ff >• Oil. LI C Off. K 1 -4/5 Of* 

^SRlH. C, 64.84; H, 5.26; N, 16.38 


100 


„p 




l^feiftta^Chy^^PftMia (EtOH) 
mp.209-210.5 o C 

TvMMfim C 2 ,H 21 F 3 N s -CF 3 CO J H 
aHfil C, 52J27; H, 4.20; N, 15.90 
^SSfll C. 52.00; H, 4.17; N, 15.98 


101 


-Ph 




m&&&m.h , )z?}\,*uffw. j m (EtoH) 

mp^24-228t(»^) 

CaH zl F 3 N 4 0CF 3 C02H-1/4H 2 O 
MmB. C, 55.10; H, 4.16; N, 10.28 
IfSiM C, 54.84; H, 4.13; N. 10.34 


102 






IffeStti[}>U7;i/tn»iig] (EtOH) 

mp,254-258t(#®) 
TtmfttiiU C^HjoFaNsO-CFaCOjH 
8IMI C, 52.18; H, 4.00; N, 13.23 

.X%Xll5. O f OZ- 1 U, n, n. 1 D T N f 1 0.*f0 


103 


-Ph 


0 

H 


\ 


(AcOEt-EtOH) 
mp. 229.5-231 JStttMff) 
5G*##rfiI C 24 H 2a F 3 N 4 -CF 3 C0 2 H 
Stall C, 57.99; H, 4.49; N, 10.40 
H§MS C, 57.94; H, 4.42; N, 10.46 


104 


„p 


0 

H 


\ 


&feiS&[HJ?/U*ni£®i&](MeOH) 

mp. 238.5-240°C(#fll) 

5c^#*rit C^H^FjNs-CFaCO^ 
aiS<I C. 54.65; H. 4.40; N, 13.28 
HS&fil C. 54.61; H, 4.25; N, 13.41 
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-R 1 


R 3 - 


&£RS](?ilSg;§J£) 


99 


-Ph 




Stflfi8JI(AcOEt> 

mp,187-188°C 

7£|t##rll CaH^FjNs 
Slrafil C, 64.93; H. 521; N, 16.46 
Hit fit C. 64.84; H, 5.26; N, 16.38 


100 


HN 




Ok 


£&fttt£|>V:7;b*n«&] (EtOH) 
mp209-210.5°C 

7G^t#*rffi C 21 H 21 F 3 N B -CF 3 C0 2 H 
Slrafil C, 52.27; H, 4.20; N, 15.90 
HSifl C. 52.00; H, 4.17; N, 15.98 


101 


-Ph 


H 


u 


Hfe$ttt&[HJ:7;U5|-nW&i£] (EtOH) 

mp.224-228lC(fl'fg) 

CaHMFjN^O-CFjCOjtH-I^HjO 
Stifl C, 55.10; H. 4.16; N. 1028 
ISSefll C, 54.84; H, 4.13; N, 10.34 


102 


HN 


0 




ajMMEttachy^^pirawa <EtoH> 

mp254-258°C(#<g) 

TcX^tHI C^HjoFjNsO-CFsCOjH 
Sliii C, 52.18; H, 4.00; N. 13.23 
ffcSfcill tf, 3Z.1U, n, 4.1b, N, 1 oAo 


103 


-Ph 


a 

H 


(AcOEt-EtOH) 
mp, 229.5-231 .5°C(#®) 
7c|i#*r1i C 24 H 23 F,N 4 -CF 3 CO z H 
airaii C, 57.99; H. 4.49; N, 10.40 
USUI C, 57.94; H. 4.42; N, 10.46 


104 


HN 


0 


( 


H 


mp. 238.5-240°C(#fi¥) 

JcMMUm C 22 H 22 F 3 N s -CF 3 C0 2 H 
Strafi! C, 54.65; H, 4.40; N. 1328 
HS&H C. 54.61; H, 425; N, 13.41 
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mmm 


-R 1 


R 3 - 




105 


o 


a 

H 


SSfclS&CHJ^l^QgEiSigl (MeOH) 
mp. 235.5-237.5°C(#®) 
7^t#*r{g C„H M F 3 N 5 S-CF,C0 2 H 
SIbUS C. 50.64; H. 3.88; N, 12.84 


106 


-Ph 


HN — / 


«ft««i[HJ7**nBi!a (EtOH) 

mp. 249-251 °C(ftM) 

5c^»«fM CtfHaFjIVCFsCC^H 
9tttt C, 59.57; H. 4.64; N, 9.92 
^?S&4t£i o k:q 9*7- u /i qi. m q qq 


107 


H p 




*Stfetttta[HJ7**nII«Jg] 
(EtOH) 

mp. 263-265°C(##?) 

7C^t#*ffil CmHj^Ns-CFjCOjjH 
BSfmfSi C 56 42-H 4 *55- N 12 65 
USUI C. 56.22; H. 4.59; N. 12.62 


108 


-Ph 


H,N- 


&*fefS&(AcOEt) 

mp. 1 74.5-1 75.5°C 

7n^#*f fit C 19 H 1S F,N 4 
SUffi C, 64.04; H. 4.24; N, 15.72 
USSfil C, 63.89; H. 4.25; N, 15.67 


109 


-p 


H 2 N- 


3£ll&MCAcOEti 

mp. 1 95.5-1 96.5°C 

Ttmfttirfe C 17 H, 4 F 3 N 5 
ailli C, 59.13; H. 4.09; N. 20.28 
mmB. C. 59.09; H. 4.14; N. 20.19 
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-R 1 


R 3 - 










mp. 235.5-237.5 a C(#®) 


105 




a 


Jtm^m C^HaFjNsS-CFjCOiH 




H 


JHfafit C, 50.64; H, 3.88; N. 12.84 






^Ir® C, 50.53; H, 3.79; N f 12.90 








^fitrt\IILhv37;U^PSf SSj (EtOH) 


106 


-Ph 




mp, 249-251 12 (SMS) 

Slrafil C. 59.57; H, 4.64; N, 9.92 
SlSSlE C, 5927; H, 4.91; N, 9.99 


107 


„p 


HN J 


(EtOH) 

mp, 263-265°C(#&) 
5cjft##rfil C^FsNs-CFjCO^ 

HS&fit C. 5622; H, 4.59; N. 12.62 








*8-&f± l l(AcOEt) 








mp, 1 74.5-1 75.5°C 


108 


-Ph 


H 2 N- 


TtmftW; fit C 19 H 15 F,N 4 
111 C, 64.04; H. 4.24; N, 15.72 
USSfit C, 63.89; H, 4.25; N, 15.67 


109 




H 2 N- 


gfc*Sfe$£,H(AcOEti 

mp, 1 95.5-1 96.5t 

5cm^«f®C l7 H 14 F 3 N s 
aifflfii C, 59.13; H, 4.09; N. 2028 
HHfil C. 59.09; H, 4.14; N. 20.19 
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mmm 


-R 1 


-R 2 




110 


-Ph 




aHlfet&SCT* IVmm (MeOH) 
mp, 142.5-147°C(#fi?) 

C26H 28 N 4 • 1 /2C 4 H40 4 -3/4H 2 0 
SlUt C, 71.85; H. 6.78; N, 11.97 
5ISUI C, 71.92; H, 6.61; N, 1 1.91 


111 


HN % 

P 


V 


gtflfetN*&(EtOH) 

mp, IaIt zlo.o o 

5c^t#lfffil 024^^-1/2^0 
SaHll C, 73.07; H, 7.15; N, 17.75 
USUI C, 73.17; H, 7.04; N. 17.59 


112 


-Ph 


-Ph 


fefe£WJI(MeOH-EtOH) 
mp, zusj— zii \^ 

SUfil C, 80.52; H. 6.52; N, 12.95 
HSiM C. 80.26; H, 6.57; N. 12.92 


113 


HN ^) 

P 


-Ph 


j§fc*§fe*SS(DMF-H 2 0) 

mo ?68-?70°C 

5c^t#Wig CgHbNr 1/21^0 
SUfit C. 75.32; H. 6.56; N, 16.27 
USUI C, 75.12; H. 6.43; N, 16.36 


114 


-Ph 


^) 


&&&a(MeOH) 

mp, 224.5-225.5°C 

^^flffilCnHa^O 
Slfflii C, 76.75; H, 6.20; N, 13.26 
USUI C, 76.76; H, 6.19; N, 13.22 


115 


-Ph 


^> 


fefe^CMeOH-CICHzCHjCI) 
mp. 21 0-21 2t 

Hirafil C, 73.94; H, 5.98; N, 12.77 
HS&fil C. 73.91; H, 5.92; N, 12.67 
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mmm 


-R' 


-R 2 




110 


-Ph 




XMfSAC77*»II] (MeOH) 
mp, 1 42.5-1 47°C(#®) 

aiili C, 71.85; H, 6.78; N. 11.97 
USSfil C f 71.92; H, 6.61; N, 11.91 


111 


HN % 

P 




Bfc*ffe£M*.§(EtOH) 

mw\ 91 0_01 O K°C^ 

5c^»«f M C^H^Ns • 1 /2H 2 0 
SIH1 C, 73.07; H, 7.15; N. 17.75 
C, 73.17; H, 7.04; N. 17.59 


112 


-Ph 


-Ph 


&fe$MKJI(MeOH-EtOH) 

mn 9flQ— 91 1 "CI 

mp r £ii u 

SUM C, 80.52; H, 6.52; N, 12.95 
111 C, 80J26; H. 6.57; N, 1 2.92 


113 


HN ^> 

P 


-Ph 


gtflfelS^DMF-HjO) 

mo 268-270t 

3^^«ffg CnHnNg- 1 /2H 2 0 
Slilt C. 75.32; H, 6.56; N, 16JZ7 
m&fe C. 75.12; H. 6.43; N, 16.36 


114 


-Ph 


^> 


S-felgS(MeOH) 
mp, 224.5-225.5°C 

Stttt C, 76.75; H. 6.20; N. 13.26 
C. 76.76; H. 6.19; N, 13.22 


115 


-Ph 


^> 


SSfe^aCMeOH-CICHzCHaCI) 
mp. 210-212°C 

Sfraia C, 73.94; H. 5.98; N, 12.77 
m&B. C, 73.91; H. 5.92; N, 12.67 
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mmm 


R 2 




116 


SH 


mp. 251-255lC(^M) 
TtmMfiM C 23 H 24 N 4 SCF 3 C0 2 H-1/4H z O 
3Sliii C, 59.22; H. 5.07; N, 11.05 
C, 59.07; H. 5.05; N, 1129 


117 


CN 


&S-fei££[MJ?;^nifc®^(MeOH-2-PrOH) 

mp. 245-251<fc(#<g) 

JcmfttfrU C^HaNs-CFaCO^-l/^O 

MsmB. C, 62.46; H. 4.94; N, 14.01 

H®&fii C, 62.63; H. 4.88; N. 1422 


118 


C0 2 H 


&fefSS[W;u*ngtl|i§J(MeOH) 

mp. 212-215*10 

7cX&4NI C 24 H 24 N 4 0 2 CF 3 C0 2 H-1/4H 2 0 
aim® C, 60.17; H. 4.95; N. 10.80 
USSffi C. 59.98; H. 5.14; N, 11.03 



MMm 119 

N- [2- (2-7i=/U-4-M)7/^P^f/V-lH-^f^/ [4, 
5-c] *J 1/^-1 — T± hTS. K 

1- -2-7x=;l/-4-MJ7/^n^f/U-lH- 
^S^/[4, 5-c]^r/y^0. 5 0 gOt°y^V3ml^J^ ffifcKSfcftO. 
2 8 ml ^P^T^jai?6^W^#L7c: 0 SlSjB^*K:*Sr*D^, 1 0%*tt»Tfp 

TO. 4 5 g ®ft&tifA£r#fc. ^K^/^feWINiLT, M2 17-2 1 

8t>©#HMf*«r1W:. 

7C%frVfi$. C 21 H 17 F 3 N 4 0 

C. 63.31; H, 4.30; N, 14.06 
H®Ht C, 63.46; H, 4.32; N, 14.10 
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mmm 


R 2 




116 


SH 


tefe^aCh'J7^^-PSil^](MeOH-DMF) 

m „ ^SI-ZBStC^i-ffi) 

7c3§#*tM C^Ha^SCFjCO^-l/WjO 
SiraiB C F 59.22; H, 5.07; N, 11.05 
ISMC. 59.07; H, 5.05; N, 11.29 


117 


CN 


MfeiSTOChUy;i/^-Opilta(MeOH-2-PrOH) 

mp, 245-251t(#fi|) 

TC^ttfflffil CmH^Ns^COjH-IMHjO 

aiofi C, 62.46; H. 4.94; N, 14.01 

SIM C. 62.63; H. 4.88; N. 14.22 


118 


C0 2 H 


S5fe$S£[W/u;fait;HJ&](MeOH) 

mp. 212-215°C 

7cil#«HiI C 24 H Z4 N 4 0 2 CF 3 C0 2 H-1/4H 2 0 
3ISHI C, 60.17; H, 4.95; N, 10.80 
Mmm. C, 59.98; H, 5.14; N, 11.03 



119 

N- [2- ( 2 - 7i^- 4 - MJ 7^tD> f /I'- 1 H--f ; ^/ [4, 

5-c] ^yyy-i-^) ^5vv] rtb7^K 

1- -2-:7^~^-4- hy^/U^cz^A'-lH- 

'-f^/U, 5-c]^;!)i/0. 5 0 g(DK°}) i?l/3mimm\Z.s MTkmmO . 
2 8ml ^D^TMt?6B#Wii^b7c 0 K^^^Tk^Px., 1 0%m&X~p 

TO. 4 5 gO*^f H ^7c 0 ^^^/^e>^f H UT, M2 17-2 1 

7c|f##Ha C 21 H 17 F 3 N 4 0 
Ittt C, 63.31; H, 4.30; N, 14.06 . 
M&B C, 63.46; H, 4.32; N, 14.10 
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mmmi 20 - - 

N— [2- ( 2 - 7i=/U- 4 - MJ 7/^o ^ f 1 H-^f ^ [4, 
5-c] */y^-l — f/V) ^)V\ ^^y^*y75 F 

1- (2-7^1^) -2-7i=;w-4-h!J7;^B^f/V-lH- 
-f^^^/[4, 5-c] ^yyyo. SOg^Mlxf/VJr/O. 2ml <Dx 
h7t Kp 7 7 ^ 5 ml ilt, g{W ^ y^/V^^/l' 0 . 1 lml %Mx.X&m.T? 

IU,K2 2 4. 5-2 2 5 ^ Wte&^JI £^fc o 

Sfrailt C, 55.29; H, 3.94; N, 12.90 
HUHfi C, 55.30; H, 3.94; N, 12.70 

12 0 ©^l^ot, MMM 12 1-12 5 <^fra^£#/c„ 
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MMM 12 0 

N- [2- ( 2 - 7 i^/V- 4 - 1« y 7/l/tn ^ f /t- 1 H-( 5 ^/ [4, 
5-c] — f/u) ^^y^yr^K 

1- (2-7^/xf;v) -2-7 4 - h!J 7;V^O ^ f /V- 1 H- 
<4%?Vt*, 5-c]dryy^0. 5OgMM)^7^0. 2ml 
h7t KP^yVSml^^.m-fk^^V^^^O. 1 lml ^O^T^T? 

Sit, 1^,2 2 4. 5-2 2 5^©fcfe»£*«:»fc. 
Tclf^tt C 20 H 17 F 3 N 4 O 2 S 
SfrafiS C, 55.29 ; H, 3.94; N, 12.90 
C, 55.30; H, 3.94; N, 12.70 

12 0 ©*Sl^ot, Hifefd 12 1-12 5 <Dik&M%mco 
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R 4 HN 




mmm 


-R 1 


R 4 




121 


-Ph 


PhCO 


&tfel£&(AcOEt) 

mo 256-256 5t 

7cS4MftlC zl H, l F 3 N 4 0 . 
aiffl© C, 67.82; H. 4.16; N. 12.17 
HS^ C. 67.86; H. 4.19; N, 12.18 


122 


-Ph 


EtO z C 


&lfe££&(AcOEt> 

Hip, CdO.J \U 

5c*##rft C Z2 H I9 F 3 N 4 0 2 
SlUi C, 61.68; H. 4.47; N, 13.08 
UStfiS C, 61.74; H, 4.53; N, 13.04 


123 


-Ph 




&fe$£H(AcOEt) 

mp, 227.5-228.5°C 

Tvmfttii fit CaHuFjNsO 
aiHi C. 65.07; H, 3.93; N. 15.18 
USUI C, 65.05; H, 4.01; N, 15.13 


124 


-Ph 


CICH 2 CO 


&SfefSig(AcOEt) 
mp. 230.5-231. 5°C 
5c*»«ffil C„H, 6 CIF 3 N 4 0 
aiiii C, 58.27; H, 3.73; N, 1254 
HS&fit C, 58.23; H, 3.78; N, 12.89 


125 


„p 


CICH z CO 


gtfifeSSJKAcOEt) 
mp. 234-235°C 
7C^#*HI C 1s H IS CIF 3 N s O 
airali C, 54.10; H. 3.58; N. 16.60 
C. 54.15; H. 3.61; N. 16.63 



$m& y 126 

2-^f7P7 5/-N- [2- [2- {2-M°n]);V) -4-^)7/^0^ 
f/u-iH-^^^ [4, 5-c] ^yyy-i — f/l/| ifA'] T±hT* 
K 

2-^nn-N- [2- [2- (2-t a DiJ/V) -4- M)7/^n^f^- 
1H-Y$^/ [4, 5-c] 3V yy-l—T/V] ^fyV] T-fefT^ KO. 
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R 4 HN 




mmm 


-R 1 


R 4 




121 


-Ph 


PhCO 


mp, 256-256.5°C 

Stiffi C, 67.82: H. 4.1 6; N, 12.17 
Hi C. 67.86; H, 4.19; N, 12.18 


122 


-Ph 


EtOjC 


&fe£S£(AcOEt) 

mp, 232.5-233.5°C 

7C*#*r{tC a H 19 F 3 N 4 0 2 
aiifi C, 61.68; H, 4.47; N, 13.08 
HSfcfil C, 61.74; H, 4.53; N, 13.04 


123 


-Ph 




£tef£&<AcOEt) 
mp, 227.5-228.5°C 

SiHtC. 65.07; H, 3.93; N. 15.18 

HSHi C, 65.05; H. 4.01 ; N, 1 5.1 3 • 


124 


-Ph 


ClCH 2 CO 


SSfilS^(AcOEt) 
mp, 230.5-231 .5t 
7mftHim C ZJ H 16 CIF 3 N 4 0 
MmM C, 58.27; H, 3.73; N. 12.94 
USSM C, 58.23; H, 3.78; N, 12.89 


125 


„p 


CICH 2 CO 


&*lfefSJI(AcOEt) 

mp. 234-235t 

7C^«f ffi C 19 H, s CIF 3 N s O 
Stlii 0, 54.10; H, 3.58; N, 16.60 
HS&fil C. 54.15; H. 3.61; N, 16.63 



mmm 1 2 6 

2-^f^75/-N- [2- [2- (2-fc°uy/U) -4-MJ7/VtP^ 
f/V-lH-^?^/ [4, 5-c] 3r/y^-l— f*] Tth75 
K 

2-^nn-N- [2 - [2- (2- fay AO -4-^)7/^0^^- 

iH-^5y/ [4, 5-c] y^-i — r/v] ^fvv] rtfr^ ko. 
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ig^^ y fcVl^-7VVTife?£LT 0 . 2 5 g W^H-fe^ B a H ^#fc 0 ft* 
^/^feS^tt, »;&2 1 7. 5-219. 5t;©fcfi|gMI&#& 0 
ytmftW CmHuFjNjO 

HH C, 57.69; H, 4.60; N, 20.18 

JUtlfc C, 57.67; H, 4.50; N, 20.15 

mmm 1 2 6 o»«ot, 127-129 ©ib*a^£#fc 0 

HJfifcl 1 2 7 

% / — N— [2- (2 - 7i=/l/-4- MJ 7/VtP^f/V- 1 

h— r [4, 5-c] *y y v-i— (M ^>v\ t± hr^ k 

ffliM. 2 0 8-2 0 9^ 
5m%ffim C B H w F,N 8 0 

iftfi C, 61.82; H, 4.72; N, 16.39 

HHMtt C, 61.60; H, 4.76; N, 16.17 

mmm 1 2 8 

2-^ [2- ( 2 - 7 i-/V- 4 - Ml 7/^0 > f /V- 

lH-'f^/ [4, 5-c] ^7!) y-l-JA>) =*7vU] 7th7§K«7 

M£ 2 0 7. 5-2 0 81C 
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ffl&**J4 y 7°n tVkx-f/VT^^Lt 0 . 2 5 g «^M^£#fc 0 

ft/£2 1 7. 5-219. sr^tefe^^fco 
C^H^FjNjO 
mWaW. C, 57.69; H, 4.60; N, 20.18 
C, 57.67; H, 4.50; N, 20.15 

mmm 126 (o^m^^x, mmm 127-129 <Dit^-m^mc 0 
mm* 127 

2-^f;U7^/-N- [2- ( 2 - 7 x^yk- 4 - f-U 7;V^p ^ f 1 

h — f [4, 5-c] y ^-i— r/w) T-febr? F 

ffliM 2 0 8~2 0 9^C 
5c^M C^H-aFjNsO 

lit C, 61.82; H, 4.72; N, 16.39 

IN C, 61.60; H, 4.76; N, 16.17 

mmm 1 2 8 

2-^W$/-N- [2- (2-7x^-4-^7/^^^- 
1H—T ^/ [4, 5-c] ^f/y y- 1— Y/W) T± h75 K • 7 

Hk£ 2 0 7. 5~2 0 8t 
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- umWRW. GaHaFjNgO - 3/ 2 C 4 H 4 0 4 

1^1 C, 56.58; H, 4.58; N, 11.38 
Hit® C, 56.52; H, 4.70; N, 11.57 

MMm 12 9 

2-i^5vUT5 /-N- [2- [2- -4-M)7;Utn 

^f/v-iH-^r^y [4, 5-c] y y- 1 -^/v] ^fVKl r-ferhr 

2 1 9-2 2 2t: (^) 
7GSf##Htt C 21 H 21 F 3 N 6 0 -1/2 C 4 H 4 0 4 
C, 56.55; H, 4.75; N, 17.21 
Utttt C, 56.58; H, 4.80; N, 17.18 

mmm 130 

2-T^y-N- [2- (2-7x=/V-4-Fy7/^o^f/V-lH--f 

[4, 5-c] ^;yy-i-^f;i/) r^br^K 

(l)N-[2-(2-7^=.;U-4- b V 7;VtP/f/V- 1 H—f S^ % /[4, 
5-c] 3vy^-l — f/V) J^/V] -2-7WUTtfT^ K 

2 -y PD-N- [2- (2-7x-/l/-4-by7;^n^f^-lH-^ 
5^ [4, 5-c] 3V y f/u) ^fvKl T"fe hT^ KO. 4 0 g& 

5K*y7^0. 17 g(9N, N-^^fM/^T? K4ral?^£\ 

S?>f y^n fcVV^~x/VT?Ji#c&#U gl^^-n-^y^y (2 : 1) Srig 

ttj&ifcfc tfcyy^^7A^nYb^77-f--eim y^ntv^ 
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■ Tum^W: C 23 H 22 F 3 N s O-3/2G 4 H 4 0 4 
JSNte C, 56.58; H, 4.58; N, 11.38 
H&tt C, 56.52; H, 4.70; N, 11.57 

MtiBM 12 9 

2 -i/^f/UT^y-N- [2- [2- (2-fcrnJJ/l/) -4-MJ7/Utu 

^f;v-iH-^5^/ [4, 5-c] ^/ y 1 r±hr 

2 1 9-2 2 2V 
TcHt^M C 21 H 21 F 3 N 6 0 -1/2 C 4 H 4 0 4 
mW&L C, 56.55; H, 4.75; N, 17.21 
III C, 56.58; H, 4.80; N, 17.18 

MMm 130 

2 -T S./-N- [2- (2-7j^/V-4-M)7;^o^f;V-lH-^f 
[4, 5-c] *y V x-f-frl T± bT5. K 

(l)N-[2-(2-7^=/W-4- b y 7/Vtn^f/V-lH-^^/[4, 

5-c] ^yyy-i-'f/v) ^/v] — 2 — 7 9 jv^i % KT-fe b 7 ^ F 

2-^pp-N- [2- (2-7^.^/1^-4- h U 7;Vtn^f;l/-lH — f 
[4, 5-c] ^!iy-l-^f;v) T-irhT^KO. 4 0 gS. 

Xfi7fiA"( $ K#y ?AO. 17 g<DN, N-v^tVV/JvI^T^ K4ml$$R&, 

6 o°C-ei 6fM«#Lfc 0 SJCS-g^bl^SraD^-C^fWllSASrltWU, *Atf 
^yyotVWai-^/VT-JliBfc^b, ftSfe^^-n-^^"^^ (2 : 1) 

-f^»lTO. 3 7 g©ll&Bf*«r#fc. WBfc^^^feWJSiiLT, fife 
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£2 3 3-2 3 3 5°C<Dm&ffi£k$:mtc 0 - - - 

ymftVrU C„H,oF,N,0, 

C, 64.09; H, 3.71; N, 12.89 
KM C, 64.04; H, 3.93; N, 12.92 

(2) 2-75 7 — N— [2- (2-7x=/U-4-hy7;Vtn^f/l/-lH 

[4, 5-c] t±yt% k 

N— [2- (2-7x=.;V-4- h JJ 7;Vtn^f^-lH-^$^/ [4, 
5-c] ^r/ yy-l-^f/V) ^>V\ KT-fe hT5! FO. 3 

OgM9 0%^tK7^yO. 0 3ml <n>3-$ J — /l/3ml8Hft«r, 6^W31^ 

9 M y 7°n f/V^-x/^T*^ ITO. 1 9 g ©»fe«F*«r#fc. 
f/W^^lbt, Ml 8 8~ 1 8 9°CW|ffi^ H H 0 ^#fCo 
5c^*fi[ C 21 H 18 F 3 N s O 
UK C, 61.01; H, 4.39; N, 16.94 
C, 60.96; H, 4.36; N, 16.94 

H»|l 3 0O*Sdct, »^1 3 

Hi 13 1 

2 — T 5 7 -N- [2- [2- (2-lfn!l;V) -4 - Ml7^*P^f A'- 

ih-' r [4, 5-c] *y y y- 1 — <iv\ ^>v\ r-t hrs f • ? 

(1) 2-:7*/Wf * K-N- [2- [2- (2-t°ny^) -4-hU7^ 
P^f/V-lH-^f^/ [4, 5-c] ^r/yy-l-^/V] a^/U] T-feh 
F 
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-42 3-3.^2.3 3, -5 - 

Tt^fttifW. C 29 H 20 F 3 N s O 3 

S^jfi C, 64.09; H, 3.71; N, 12.89 

C, 64.04; H, 3.93; N, 12.92 

(2) 2-7$ 7 — N— [2- (2-71=^-4-^/7/^0^^-^ 
— f [4, 5-c] ^/y^-l-W/U) T-fe-hT? K 

N— [2- (2-7x^-4- M)7^tP^f^-lH-' ( 5 [4, 

5-c] yy-i- -f/v) sc^-aO KTir hT 5; Ko. 3 

0 g 9 0 %^tK tK7i?yO. 0 3 ml <D^& J —A' 3 ml 6 $M&$ig 

SgSr^77'n lf/l/x-fA1?^Lt 0 . 1 9 g ©*B6*N&«rfcfc, ftlfc* 
fvl^bES&SLT. Ml 8 8-1 8 9^<D«&^,f H £#fc 0 
tc^M C 21 H 18 F 3 N 5 0 
Stttt C, 61.01; H, 4.39; N, 16.94 
C, 60.96; H, 4.36; N, 16.94 

m&Ml 3 O^Tj&fc^oT, 3 KDfc&to&mCo 

MMM 13 1 

[2- [2- (2-tnJJ/V) -4 - MJ7/^n^f/>- 
1H-^^/ [4, 5-c] *J Vy-l-sffr] ^)V\ 7th75K-7 

(1) 2-7^/^5 K-N- [2- [2- (2-t°oy^) -4- hy7/Vt 

n^f/v-iH-f^/ [4, 5-c] ^;yy-i-^/v] T-feh 

75K 
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mt ■ .... ... 

tt£ 278. 5-280. 5X: Um) 
TcM&Wt. C 27 H l9 F 3 N 6 0 3 
9UM C, 60.90; H, 3.60; N, 15.78 
C, 60.76; H, 3.74; N, 15.71 

(2) 2-7$ y — N — [2- [2- (2-t°ay/V) -4-M)7/^a^f 
/V-lH-^f^y [4, 5-c] =¥y V -y-\-' r/U] ^/W] 7tb7^ K • 

Bk£ 1 7 6-1 7 7t 

5g*#*NI[ C 19 H 17 F 3 N 6 0 • C 4 H 4 0 4 - 1/4H 2 0 
III C, 52.82; H, 4.14; N, 16.07 
Hit C, 52.71; H, 4.21; N, 16.31 

i. «*jsoiL^iia<P»» 

«^^AJfeiS#^»^ij it, y # • ^ o ya iooo (y # • y /wf w 

Sri 7 0 /i ltftS^? ^fy^Mf^ii^ 5 Oml 
fc 0 iJl*»b5|tffifJlL¥t*JBlja (PBMC : Peripheral Blood Mononuclear Cell) £ 
LeucoPREP™ (Becton Dickinson tfcjR) #IJ&&|gItf «fc ^tll U 2mM L-^ 
/W* 5 y (Life Technologies , 2. 5U/b1^5^-2. 5 fi g/ 

od^H/7M ^y^«t (Life Technologies &&) Sra U 1 0 %4 1 J&J« 
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M 2 7 8. 5-2 8 0. 5t: 

SH^#: C, 60.90; H, 3.60; N, 15.78 
H^tffi C, 60.76; H, 3.74; N, 15.71 

(2) [2- [2- (2-t°ny/W) -4~MJ7;vtn^f 

/w-iH-f^y [4, 5-c] v y-i-< r/v] rthr^ k • 

MM 1 7 6-1 7 7*C (#fif) 

TG^flHtt C 19 H 17 F 3 N 6 0 • C 4 H 4 0 4 - 1/4H.O 

WGfe C, 52.82; H, 4.14; N, 16.07 

lt£ C, 52.71; H, 4.21; N, 16.31 

«?&^AifeM#^»^iJ lt, / # • ^ y v& iooo U # • / 4 

**tt») Sri 7 0 i «l^i-*^9^f-y^WtWf't'^^JfiL«rl&5 0mli**U 
fc 0 ^tl^b^tiJfiL^^lfflJja (PBMC : Peripheral Blood Mononuclear Cell) £ 
LeucoPREP™ (Becton Dickinson %M) M^SI^^ J: ot'Sl U 2mM L-^ 
/t'* 5 V (Life Technologies ft®!) , 2. 5 U/ml y V- 2 . 5 M g/ 

ml* YU-fY^^^yW^. (Life Technologies &£) Srg^TU 10%« 
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5km (Intergen Company #M) ZmQ-Ltc RPMI-1640 igk ( 13 *§»&$##:§$!) 
*T\ Ml 1X1 0 6 j@/ml 1 £5 ± 5 fcJ** L/C 

2. |»ft^)OlMI 

f»10/i 1 <DWWHk£QB&mQ\s1t9 6 ft (¥■&) Micro Test III™ tissue 
culture plate (Becton Dickinson #M) MW^ftzfU— h K> fcKUSKLfc 
PBMC I8O/1I SrSlfc&P Lfc„ ^©30 #&JEfcx 2 O/j g/al OJIjKjH 
V^rytiyJY (LPS) 10 /il £»U ^^-htC^^^y^fiOH* 

L-c, 5 %-mtmmnmM,^^x 3 7rre 1 6 mm^ v*^- h l^, 

4. bhTNF-oHUL-lflOjgj 

MNF-ttitML-1 /3«rS*Ufc 0 9 6 ^(D-vf p u& ^ h 

W$t#W5HRP (TO:b£l^M-^v'*-- if horseradish peroxidase) 

^!)x;Huf h^^vi^^^$«(DAK0 &A*t#6KJfcSrB!*&Lfc, 
0. 5MfiftK-C3S-feK^SrfltJhLfc^^#^3:^©4 5 Onm XfD^fM.^ M-Vmax 
w v^^p/l/-hy-:r- (Molecular Devices *±®i) T*»Lfc 0 YIjJ 
y(D$kJM.te%:myZ7 ht^T Softraax ™ (Molecular Devices th&) f" 
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tilffi (Intergen Company %M) Lit RPMI-1640 (0tK»^^±®1) - 

mm^m 1x1 o *m/mi t &s * 5 ra* u-fc. 

ffclO^ 1 <D$^b^£MLfc9 6ft (¥J£) Micro Test III™ tissue 
culture plate (Becton Dickinson *kM) Mfetg^Hy^— hK, %\ZMU^tL 
Wt© PBMC 1 8 0 (il tfco 3 O^MIJKfc, 2 0 /z g/ml © U 

(LPS) 10 m1 £MU Md:/7*f-y^M<^£ 

lt, 5%zj&4m.m&mmz.$>^x 3 7t;-c 1 6 mrn^ is*=.-<— h u/t 0 

4. UTNF-qj;bHL-l gOfeS 

MNF-oitML-1 /3^*tfCo 9 ejAKOW^o^'f 1> 

>?kLtc 0 t ^<Dm$'& s ^m±mM^:^Lx^^Mz\ti-(y^^ 

ffi^t*fi-^HRP (W^^^^/W^-^r^^— £;horseradish peroxidase) 

0. 5MM^§#,SJ&£# : -l]iLfc^ #?^/KD4 5 Onm M-Vmax 
"v^f^p/^fy-^ (Molecular Devices $hjS[) T*8!j£Lfc 0 ^-f 
XD^&tefe&y? YV^T Softmax ™ (Molecular Devices #M) XM^X-V 
4 hlJj^Zmm&t LT^o^M^Jt^Lr^UfCo t hTNF-a© 
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JfeSfcii^E- J 9 n -^-/W ^fttfT N F — o (ENDOGEN #M) % # JJ • * Q— 
f-/U^i^^t MNF-a (Pharma Biotechnologie Hannover ttM) , ^</U;*- 

tfifrfrn^Jftfr-fr^I gG (Jackson ImmunoRes. Labs ttSS) % 
t hTNF-o (INTERGENM) tfft, *feffi, HRPS«M 

&iJI/Bo^Wn{c/^fc 0 tHL-lj3 ©J&SteB:^/ * n— Jvuftfc h I 
L - 1 0 (Cistron s *Hn-t/H:S'^t M L- 1 j3 (Biogenesis 

*h») , HRPjl^n/^t^I gG (Chemicon International *t§» , ®&± 
tUL-U (R&D Systems #M) ZZtl^tl, HRPjS« 
Mill fclJB V ^c 0 

2\ t'f f^^f^fW^i: LTW^$-e$tfc 0 



= f 1 ~ \ x 10 0 

jfcjft&s 3 2 xr^e 3 3 tc^-r. 



i32:t h»Jfetei3tt5TNF-a©jg&|fi£fts/B 





1S#jgg(/*mol/L) 


0.01 


0.03 


0.10 


0.3 


1.0 


SHfcftl 102 


96 


84 


25 


23 


27 



*33:t hMcfcttS I L-l 0 (Dm&m&ttR 



mats® 




0.01 


0.03 


0.10 


0.3 


1.0 


mmm 102 


81 


67 


48 


0 


0 



£*L6>0J»*a>fc, *»lift^f±ftlfcTNF-o^I L-l 0<£g£ffl.^ 
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fe&ia-it/ ? v—f/V^Vxfct f-TNF- a (ENDOGEN *±M) > tf ] J ?u~- 
•TvUpf-dftfifc MNF-ct (Pharma Biotechnologie Hannover |±§D ^ 

&&&vi*tf.W*cl gG (Jackson ImmunoRes. Labs ttS4) , BMZ- 
t KTNF-a (INTERGENftgl) Sr-ttl^^ «H8, ^tti. HRP&^ftffcRtf 
&S$$coWn B B(cfflWc: 0 t h I L— 1 j8 ©Jfeftcf*^/ * n-?vMfct b I 
L-U (CistrontfcjRD % tfV ? ^/Vfc y^ftfc h I L — 1 j3 (Biogenesis 
ttSD , HRPi^n/^ttt^I gG (Chemicon International tfcjR) > m&z. 
tML-U (R&D Systems %M) Sr^tl^tK Mt£, fcffl, HRPj&^ 

TNF-a^IL-l /SV^^^t^-tfeR-ffc-a^feOSttttx &5£fc£-3 



h^-r^ 

* (%) = [ l - ) X 10 0 

ffi^3 2 3 3 tC^1- 0 



3 2 : t h»i|Sfc33»t5TNF-o©^|fl§^ 





S-^gCjKmol/L) 




0.01 


0.03 


0.10 


0.3 


1.0 


S^fife^J 102 


96 


84 


25 


23 


27 



^33:t h»;:*5tt5 1 L-i&<Dm£mmft% 





&-5igg(/*mol/L) 


0.01 


0.03 


0.10 


0.3 


1.0 


mmm 102 


81 


67 


48 


0 


0 
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*ftmk&®) ttfcftfc TNF^IL-1 <Dm*EfflMftj% U tb<D-y~4- 

>\z.mmi-^B<D^x\tmmMt ui*tift*^. 
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it- * <d ffi m 



i. &<d-®& (i) 



R 3 -(CH 2 )k 



'ri 




****2£t**> 5, ^oR 2 ^a^^LTVN^VNT;^/wSt?fc5^-a-^^ 

<o ) 

2. #.<D-fB& (ID : 




90 



WO 01/58900 PCT/JP01/00816 

— • m * <d m m 



1 . #.<D-fB5& ( I ) : 




items &w tt t «t v>t ^ / rnxnumm^ br t> * v^ftsaafcasss 

<o ) 

2. ft^-iRS; (II) : 




90 



WO 01/58900 



PCT/JP01/00816 



~3©M*U R 3 ' (III) : 



s&au y^w***^, mum*, mmm*. ch 2 , ch, nht^^s 

fc*U R 3 ' (IV) : 





91 



WO 01/58900 



PCT/JP01/00816 



~3<D»£*U R 3 ' te&O-j^ (III) : 



x^ztizmzmi^ r 4 , r 5 , wi^-fcKTOot, tkssjs^. s 

£££U Ytt«*JR^, SfEUm^, lllf, CH 2( CH, NHT^£*l5 
mXftW-tiH&ZmL. m^n«H-'bL<fim^oTO~2(Ofiic^1-o fc 
fcU R 3 ' ^JfcW-jRS: (IV) : 





91 



WO 01/58900 



PCT/JPOl/00816 



5, m&<Dmm%i-W£v^m4m<Dv>-fhfri m^uM^i^wxtiMm^m- 

7. h#-r ^mmm^m^- (tnf) xt±'(>?—n<<*>-i (i l- 
i) -?hm>k<Difcmm6mzmm<D&m 0 



92 



WO 01/58900 



PCT/JPOl/00816 



7. ^-^ vts^^mMmm^ (tnf) xb^ ^-n^y-i ul- 

8 . »*cD^ffl^ i ji&vn 4«(dv^ ^ i m\z.mm<^it^x\tmm^m 

l^S^V^LB4 ^So v N-f Jl^ 1 ^l£ieii£<ft>ft^>XteJi£S W tcfF^ $ ft 5 ^ <d 

<om>k<Dmmm i 4 gem vf tu^ 1 mz.^m<oi^mx\wM^m^ 



92 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP01/00816 



A. CLASSIFICATION OF SUBJECT-MATTER 

Int. CI 7 C07D471/04, A61K31/437, A61P3/10, 11/06, 17/00, 25/00, 29/00, 31/04, 
37/06, 37/08, 43/00 

According to International Patent Classification (IPC) or to both national classification and IPC 

B. FIELDS SEARCHED 

Minimum documentation searched (classification system followed by classification symbols) 
Int. CI 7 C07D471/04, A61K31/437 



Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched 



Electronic data base consulted during the international search (name of data base and, where practicable, search terms used) 
CAPLUS(STN) , REGISTRY (STN) 



C. DOCUMENTS CONSIDERED TO BE RELEVANT 



Category* 


Citation of document, with indication, where appropriate, of the relevant passages 


Relevant to claim No. 


A 


WO, 00/09506, Al (HOKURIKU SEIYAKUCO., LTD.), 


1-8,10 ! 




24 February, 2000 (24.02.00) 






& AU, 5197499, A & JP, 2000-119271, A 




A 


WO, 92/15581, Al (MINNESOTA MINING AND MANUFACTURING 


1-8,10 




COMPANY) , 






17 September, 1992 (17.09.92) 






& US, 5175296, A & CA, 2104781, A 






& KR, 226184, B & JP, 11-269177, A 






& AU, 657958, B & HU, 66968, A 





PI Further documents are listed in the continuation of Box C. []] See patent family annex. 



* Special categories of cited documents: 

"A" document defining the general state of the art which is not 

considered to be of particular relevance 
"E" earlier document but published on or after the international filing 

date 

*L n document which may throw doubts on priority claim(s) or which is 
cited to establish the publication date of another citation or other 
special reason (as specified) 

"O" document referring to an oral disclosure, use, exhibition or other 
means 

"P" document published prior to the international filing date but later 



T later document published after the international filing date or 
priority date and not in conflict with the application but cited to 
understand the principle or theory underlying the invention 

*X* document of particular relevance; the claimed invention cannot be 
considered novel or cannot be considered to involve an inventive 
step when the document is taken alone 

"Y" document of particular relevance; the claimed invention cannot be 
considered to involve an inventive step when the document is 
combined with one or more other such documents, such 
combination being obvious to a person skilled in the art 
document member of the same patent family 



Date of the actual completion of the international search 
24 April, 2001 (24.04.01) 


Date of mailing of the international search report 
01 May, 2001 (01.05.01) 


Name and mailing address of the ISA/ 
Japanese Patent Office 

Facsimile No. 


Authorized officer 
Telephone No. 



Form PCT/ISA/210 (second sheet) (July 1992) 



INTERNATIONAL SEARCH REPORT 


International application No. 




PCT/JP01/00816 



-A* CLASSIFICATION OF SUBJECT MATTER - - - - - - 

Int. CI 7 C07D471/04, A61K31/437, A61P3/10, 11/06, 17/00, 25/00, 29/00, 31/04, 
37/06, 37/08, 43/00 



According to International Patent Classification (IPC) or to both national classification and PC 

B. FIELDS SEARCHED 

Minimum documentation searched (classification system followed by classification symbols) 
Int. CI 7 C07D471/04, A61K31/437 



Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched 



Electronic data base consulted during the international search (name of data base and, where practicable, search terms used) 
CAPLUS (STN) , REGISTRY (STN) 



C. DOCUMENTS CONSIDERED TO BE RELEVANT 



Category* 


Citation of document, with indication, where appropriate, of the relevant passages 


Relevant to claim No. 


A 


WO, 00/09506, Al (HOKURIKU SEIYAKU CO. , LTD.), 


1-8,10 




24 February, 2000 (24.02.00) 






& AU, 5197499, A & JP, 2000-119271, A 




A 


WO, 92/15581, Al (MINNESOTA MINING AND MANUFACTURING 


1-8,10 




COMPANY) , 






17 September, 1992 (17.09.92) 






Sc US, 5175296, A & CA, 2104781, A 






& KR, 226184, B & JP, 11-269177, A 






& AU, 657958, B & HU, 66968, A 





| I Further documents are listed in the continuation of Box C. Q See patent family annex. 



* Special categories of cited documents: 

"A* document defining the general state of the art which is not 

considered to be of particular relevance 
"E" earlier document but published on or after the international filing 

date 

"L" document which may throw doubts on priority claim(s) or which is 
cited to establish the publication date of another citation or other 
special reason (as specified) 

"CP document referring to an oral disclosure, use, exhibition or other 
means 

"P" document published prior to the international filing date but later 



T later document published after the international filing date or 
priority date and not in conflict with the application but cited to 
understand the principle or theory underlying the invention 

"X" document of particular relevance; the claimed invention cannot be 
considered novel or cannot be considered to involve an inventive 
step when the document is taken alone 

"Y* document of particular relevance; the claimed invention cannot be 
considered to involve an inventive step when the document is 
combined with one or more other such documents, such 
combination being obvious to a person skilled in the art 
document member of the same patent family 



Date of the actual completion of the international search 
24 April, 2001 (24.04.01) 


Date of mailing of the international search report 
01 May, 2001 (01.05.01) 


Name and mailing address of the ISA/ 
Japanese Patent Office 

Facsimile No. 


Authorized officer 
Telephone No. 



Form PCT/ISA/210 (second sheet) (July 1992) 



INTERNATIONAL SEARCH REPORT 



International application Mo. 

PCT/JP01/00816 



Box I Observations where certain claims were found unsearchable (Continuation of item 1 of first sheet) 

This international search report has not been established in respect of certain claims under Article 17(2)(a) for the following reasons: 



1. ^ Claims Nos.: 9 

because they relate to subject matter not required to be searched by this Authority, namely: 

The invention as set forth in claim 9 pertains to methods for treatment 
of the human body by therapy. 



<] Claims Nos.: i -8, 10 

because they relate to parts of the international application that do not comply with the prescribed requirements to such an 
extent that no meaningful international search can be carried out, specifically: 

(See extra sheet . ) 



3. O Claims Nos.: 

because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a). 

Box II Observations where unity of invention is lacking (Continuation of item 2 of first sheet) 

This International Searching Authority found multiple inventions in this international application, as follows: 



1. n As all required additional search fees were timely paid by the applicant, this international search report covers all searchable 

claims. 

2. [3 As all searchable claims could be searched without effort justifying an additional fee, this Authority did not invite payment 

of any additional fee. 

3. Q As only some of the required additional search fees were timely paid by the applicant, this international search report covers 

only those claims for which fees were paid, specifically claims Nos.: 



4. LJ No required additional search fees were timely paid by the applicant. Consequently, this international 
search report is restricted to the invention first mentioned in the claims; it is covered by claims Nos.: 



Remark on Protest Q The additional search fees were accompanied by the applicant's protest. 

I | No protest accompanied the payment of additional search fees. 

Form PCT/ISA/2 1 0 (continuation of first sheet (1)) (July 1992) 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP01/00816 



Box I Observations where certain claims were found unsearchable (Continuation of item T of first sheet)' 

This international search report has not been established in respect of certain claims under Article 17(2)(a) for the following reasons: 



I. ^ Claims Nos.: 9 

because they relate to subject matter not required to be searched by this Authority, namely: 

The invention as set forth in claim 9 pertains to methods for treatment 
of the human body by therapy. 



2. [>3 Claims Nos.: 1-8,10 

because they relate to parts of the international application that do not comply with the prescribed requirements to such an 
extent that no meaningful international search can be carried out, specifically: 

(See extra sheet.) 



3. Q Claims Nos.: 

because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a). 

Box II Observations where unity of invention is lacking (Continuation of item 2 of first sheet) 

This International Searching Authority found multiple inventions in this international application, as follows; 



1. [] As all required additional search fees were timely paid by the applicant, this international search report covers all searchable 

claims. 

2. (3 As all searchable claims could be searched without effort justify ing an additional fee, this Authority did not invite payment 

of any additional fee. 

3. Q As only some of the required additional search fees were timely paid by the applicant, this international search report covers 

only those claims for which fees were paid, specifically claims Nos.: 



4. lJ No required additional search fees were timely paid by the applicant. Consequently, this international 
search report is restricted to the invention first mentioned in the claims; it is covered by claims Nos.: 



Remark on Protest Q The additional search fees were accompanied by the applicant's protest 
I | No protest accompanied the payment of additional search fees. 

Form PCT/ISA/210 (continuation of first sheet (1)) (July 1992) 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP01/00816 



Continuation of Box No. 1-2 of continuation of first sheet (1) 

The technical features of the inventions as set forth in claims 1 to 8 and 
10 reside in the compounds represented by the general formula (I) per se or use 
of these compounds as drugs. 

Concerning the ring A in the general formula (I) , it is stated in claim 
1 "represents an optionally substituted homocycle or heterocycle" . 

Although the expression "represents an optionally substituted homocycle 
or heterocycle" seemingly involves cyclic factors over an extremely broad scope, 
no compounds but those wherein the ring A is a benzene ring are disclosed in practice, 
in a state substantially supported by production examples and the like, in the 
description. 

Therefore, the above -described claims and the description fail to satisfy 
the definite requirements to such an extent as enabling any meaningful international 
search. 

In this report, compounds wherein the ring A is an optionally substituted 
benzene ring have been examined by taking the contents of the description into 
consideration. 



t? . opt/ic a nin ^vtra ctwrt /"Tulv lao/n 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP01/00816 



Continuation of Box No. 1-2 of continuation of first sheet (1) 

The technical features of the inventions as set forth in claims 1 to 8 and 
10 reside in the compounds represented by the general formula (I) per se or use 
of these compounds as drugs. 

Concerning the ring A in the general formula (I) , it is stated in claim 
1 "represents an optionally substituted homocycle or heterocycle" . 

Although the expression Represents an optionally substituted homocycle 
or heterocycle" seemingly involves cyclic factors over an extremely broad scope, 
no compounds but those wherein the ring A is a benzene ring are disclosed in practice, 
in a state substantially supported by production examples and the like, in the 
description. 

Therefore, the above-described claims and the description fail to satisfy 
the definite requirements to such an extent as enabling any meaningful international 
search . 

In this report, compounds wherein the ring A is an optionally substituted 
benzene ring have been examined by taking the contents of the description into 
consideration. 



T? ~ T>f"T/TC A n 1 O ^vfro c Ka*»A fTlllv 1 QQil\ 



B^W®#"§- PCT/J PO 1/0 0 8 1 6 



Int. Cl T C07D471/04, A61K31/437, A61P3/10, 11/06, 17/00. 25/00, 29/00, 31/04, 37/06, 37/08, 43/00 



MEfcfTofcft/NBWR- (HE£#fF#« (IPC)) 
Int. CI 7 C07D471/04, A61K31/437 



CAPLUS (STN) , REGISTRY (STN) 



#x=ry — * 




MM- a 
SS#©$£ig©#§- 


A 
A 


WO, 00/0 9 50 6, Al (ti|!«#|t) 2 4. 2£. 
2000 (2 4. 0 2. 00) & AU, 5 1 9 74 9 9, A 
& JP, 2000-119271, A 

WO, 92/1 5 58 1, Al (MINNESOTA 
MINING AND MANUFACTURING 
COMPANY) 17. 9M. 1 9 9 2 (1 7. 0 9. 9 2) & 

US, 5 1 7 5 2 9 6, A & CA, 2 1 04 7 8 1, A & 
KR, 2 2 6 1 8 4, B & J P, 1 1 -2 6 9 1 7 7, A & 

AU, 65795 8, B & HU, 6 6 9 6 8, A 


1-8, 10 
1-8, 10 



<b© 

roj. pist-tawR, teffl. jg^^s.-raxtt 



©g<D^K£*£;h,fc:StiK 

oajspofcftK^iffl-tafc© 
rxj #fcBia©<foa:*:iR-cfco-<\ Sgtfci&w^-ese^ 

roft^ttxttift^ttriS'Sv ^fc % x <b*ta © 
tyj #tB8jt©fcas:itt-c*)oTs att*»fcttoiK 

ioTJtaeft^Jfcvfc^itfeiiato 
r&j Ir)-^^ y h 7 7 $ y - 



2 4. 0 4. 0 1 



BURIHEtt&oJBi&EI 



0 1 .05.01 



B^S^sT/? (ISA/J P) 
Sffift^l 0 0-8 9 15 
' mKS5WHKIt;4 s MHTi4#3-S§- 



4 P 



7 9 18 



m% 03-3581-1101 fW 3 4 9 0 



iSPCT/I SA/2 1 0 (JB2/<— 5?) (1 9 9 8^7^) 



m^tam^ pct/jpoi/oosh 



A. %W<D!&-tZ>frWKDfrm (MWffllHm (IPC) ) 
Int. CI 7 C07D471/04. A61K31/437, A61P3/10. 11/06, 17/00, 25/00, 29/00, 31/04, 37/06. 37/08, 43/00 



■at«rffofc»/hww (mmmnm (ipoj 

Int. CI 7 C07D471/04, A61K31/437 



CAPLUS (STN) , REGISTRY (STN) 









A 

A 


WO, 0 0/0 9 50 6, Al (AtmmMW^^t) 2 4. 2J3. 
2000 (2 4. 02. 0 0) & AU, 5 1 9 7 4 9 9, A 
& JP, 200 0-11927 1, A 

WO, 9 2/1 5 5 8 1, Al (MINNESOTA 
MINING AND MANUFACTURING 
COMPANY) 17. BM. 1 9 9 2 (1 7. 0 9. 9 2) & 

US, 5 1 7 5 2 9 6, A & CA, 2 1 04 7 8 1, A & 
KR, 2 2 6 1 8 4, B & J P, 1 1 -2 6 9 1 7 7, A & 

AU, 657958, B & HU, 6 6 9 6 8, A 


1-8, 10 | 
1-8, 10 



* mxmtotny- 

taj -$:ft&ffi**p&^-f 
<b© 

I E J SI5fflliB9t(©tllM*fc«#^FT'fc5'/J5, BBiilMB 
0 stSr t < tttt©WJfc«lii trttfrf- 5 \Rt6 

roj. nsiciasa^ ffiffl, Jg^ic-i-x-ta^tiR 



omm<Dtct>\c^m-r 5 t>© 

rxj #»c§ia©*5S:i»-cfeo-c, a^S:i^©^-e^W 

Tyj WcH*©*5:ttft'C*>o-i\ istftidftfcttoiEi 

£oTii#tti»sftV^#;te>;ft,5t>© 
r&j pj-^fvh^r 5 y-XiR 



24. 04. 01 



0 1 .05.0? 



H#B«fIWt (I SA/J P) 
Sffi#^l 0 0-8915 



4 P 



7 9 18 



# 03-3581-1101 3490 



TOCT/ISA/2 10 (12^) (1 9 9 8¥7J3) 



H&ffl^Sf- PCT/J PO 1/00 8 1 6 



te^8^3S (PCT1 7&<2)(a» ©jft*lcj: 0 , ' C OBBIRatt4l«Nt0COaA l-<fc 9 IMtOttHO-ttteol^Tfl! 



2. g §s^o@Ba i-8, io a, ^rttiiftBitaaEi+sck^tisat-cBfftoKfr^Wfcurfev 



3. □ ?S*<D«ffl ; ft s fUI«*©«8-C*oTPCTSWIl6u4WO»2S:aWJ|S3S:©tt«K: 



1. □ m«A#^S*ii«PS^¥»^*^T»IIHrtKJ!W*L*:©-C, r©Bra*i§li. i-^xaW&mb&k 



4. □ HJBA*«fi4ii^*¥^*»IIBrtlQlWUft*>ofc©T», i©HRW3lE«*tt. »*©«B«>«*H::B« 



□ iiJqia^^ro^ir^t-ttiJSAd^^^SiT^^ofco 



iSPCT/ISA/210 (Bl^-S^gHI (1) ) (1 9 9 8¥7i) 



sBtitK*? pct/j poi/oo 8 1 6 



ifel8^35 (PCT17*(2)(a)) ©S£fc <fc 0 . ' COB^SM£tt&<Z>Sli3t- <fc 9 IB*©ttH«>-»lco^-cfls 
1. |x| ff#<PgB 9 tt, ^WB^iic^M^SSr-rsrfc^ilt/.cv^C^S'bO-e&So 



2. § if^OljSH 1-8. 10 ft, *jtg/i@^5@2Sr-t-5Cti5T-^5Sfi*T-0f^OS#*^fcbTV> 



3 . □ f&#cD$S8 ; |£AM««>«B-e«> oTP C T8UUJ6. 4(a) <r>% 2 SCBiXm 3 X^^^lc 



4. □ mffiA&&m*mnffl&^&ftzmmft\cimvt£i>^iz<ov. r.©@B»s*«*«, M*o8H£>ftfcitcflBifc 



I^PCT/ISA/2 10 (Wl^-^Sai (1) ) (1 9 9 8¥7J!) 



S^fflK#f- PCT/J PO I/O 0 8 1 6 



|IfC2. f£OVN-C 

»*©ttffll-8, 10K1«638W»4, Vvfftfc, (I) -CSSttSflsWifrX 

*bT> -flES (I) SAglKo^T, If ^CD^ffi 1 Tit, rflHftSS:* t> i 



1f5£PCT/I SA/2 1 0 S?) (1 9 9 8*F7£) 



pct/jp 01/0081 6 



Ill©2. fco^t 

»5ft<D4fiH 1 - 8 , 1 0fcfl&S3SWtt, vvfttfc, (I) -c^SiiS^^ifrx 



iSPCT/ISA/2 10 (#*J^-^) (1 99 8^7^) 

\ 

s 

\ 

\ 



